This Page Is Inserted by IFW Operations 
and is not a part of the Official Record 

BEST AVAILABLE IMAGES 

Defective images within this document are accurate representations of 
the original documents submitted by the applicant. 

Defects in the images may include (but are not limited to): 

• BLACKBORDERS 

• TEXT CUT OFF AT TOP, BOTTOM OR SIDES 

• FADED TEXT 

• ILLEGIBLE TEXT 

• SKEWED/SLANTED IMAGES 

• COLORED PHOTOS 

• BLACK OR VERY BLACK AND WHITE DARK PHOTOS 

• GRAY SCALE DOCUMENTS 



IMAGES ARE BEST AVAILABLE COPY. 

As rescanning documents will not correct images, 
please do not report the images to the 
Image Problem Mailbox. 



<l9>B*B4fflF?? (JP) 02) & H 4rF 1ft ^ CA) (ll)ft81ftt«&W*3 

#H^10-237073 

(43)&BBB ¥£10^(1998) 93 8 B 



(51)Inta e 
C 0 7 D 471/04 
A6 1K 31/40 
31/435 
31/495 
31/535 



mm 

10 2 
AED 
ABU 
ABQ 
ABN 



F I 

CO 7D 471/04 
A6 1K 31/40 
31/435 
31/495 
31/535 

max »38*©*i4 



FD 



102 
AED 
ABU 
ABQ 
ABN 
(£55H) 



(21)fflS»^ 


ftlW -32894 


(71) fflKA 


000183370 


(22)ffiHB 


¥f£9^(1997) 1H30B 


C72HW» 


*B^RTfj <P*Eg#EBr 2 TB 2 # 8 ^ 


(31)ft$fcffcfe®## 


®Wm -40611 




*RrfjJlfc£K#Btfi<P3TBl#98^ ft 


(32)ffifcB 


¥8 (1996)2fl2B 






(33)«3fc«t£Kffl 


B* (JP) 




±m Wfc 




ftgm- 131370 




*Erfillfc£K#BtH'P3TBl#98^ ft 


(32)«5feB 


V 8 (1996) 4 £25 B 






(33)ffJfe«fc£3gB 


B*(JP) 


(74)ttSA 


#stt w 




4$H¥8 -219322 






(32)«JfeB 


¥8 (1996)7 3318 








B# (JP) 







(54) i&mom] mmm&!f7-y>&mms&zf*<D3t& 



(57) <«EE3T) 
IWM] +hV*iyTahy (Na* /H* ) 
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i, 
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a. 3r#l£a. 7v7Ua. -OR 5 , -N (R 6 ) R 
7 . -CON (R 6 ) R 7 . -S0 2 N <R 8 ) R 7 „ 
-SIOJnR,, -Q-Ra tttte 

— A-CH^^N— R9 

(AttlHHa-?. -S (O) n -Sfcli-N (R 10 ) - 
£*U R 9 fcMeSK?. T)V^)Vm. W&7)V*)l 
2. 7^/ta*7t(i-Q-Ra £HU Sf£3--81<?> 

Y, , Y 2 . Y 3 . Y 4 . Y 5 . Y 6 . Y 7 
tt, **i«tR-4fett»*-9TJMS^, -CH 2 -, 
-0-. -CO-. -C (=C (R u ) R 12 ) -S 
(O) n -. tL<(±-N (R 10 ) -*mt>\ *fctt 
mVho-^tf-mztoX, -CH = CH-£flU 

fflU y, -y 7 <7)o-h. 'J?Zc<bi>2~ntsm&lM 

oxt =t<. y, -y 7 cDmffimmmTizm&i-z* 
mm? t *»*> sat* o , *ti&xm-z turn* 
ot, r/Mf^a. asmi^i-a. r/i^A-a. r 

mmmmm. >wyywt. ^iv^^ivm, r/m 
**s*,)vx-)vm^ ^mmm. r^/um. -or 5 , - 

N (R 6 ) R 7 , -S (O) n R 8 . -C (O) N (R 
6 ) R 7 , *fctt-Q-R» HfW. fit, -CH = 
CH-<3**«7fcM$jMj4*£H:, Ztt-N (R 
e ) R 7 , ttzii-S (0) n R 8 Xfc\,\ QiiW®Z 

tLX^x^x^Msmr^u Ra usas 

tlX^Xi>^h'-)l&itzteSmztix^Xi>£^z. 

I'-frmzmt. r 5 h**^, T)v^ivm. m.w 

*MH^*fctt3F«8a&***-. R 6 fcitm, 

a. s^or/MfAa. y^nr/^-;n, tefta* 
sa, 5r#j&a. r^mtKit-Q-Ra 



s/atiiJjLhor/u^^a. s&T^/i/a. *na 
x{j-or 5 ximztix^xi>£^) z&r. r 3 « 

Q-Ra RutJlVRutt. SUC&fclT, 

a. 7)V*=~)vm, y;n7;K;H. 

^a. f&ftlg^a, Aoyylf, a/MWfiz/l*, 

r/i/3drv^;i-^-^a, 3r#j£a. r^a. -or 

5 ,'-N (R 6 ) R 7 . -CON (R 6 ) R 7 , -S 
(0)n R 8 ifctt-Q-Ra SrSit. nttO. 1, 2 

[iWW2] Ri , R 2 , R 3 . R 4 #SV*te»£LT 

-hna, ^#^a. r^a, -or 5 % -n 

(R„ ) R 7 , -CON (R 6 ) R 7 . -S0 2 N (R 

6 ) R 7 , -S (O) n R 8 */Sli-Q-Ra 

Ra tfsmziix^x Mw-jtftx-b&ffiem 1 te 

[»^3] Y, ~Y 7 O^, Ufn*'loA>*-CH 
2 -0-, -CO-. -C (=C (R u ) R 12 ) 
-S (O) n - N ttzii-N (R 10 ) -Xf>*). 1 

-?* ! -ch 2 --c^o, m^nm-iMmz-yx 
t-c* 1 *«: u 2 mmnmyr- vvwm 

[»^S4] Y l *5-CH 2 -0-, -CO-, - 
C (=C (R u ) R 12 ) -S (O) n ifctt- 
N (R 10 ) -Xh<0. Y 2 A>'-CHj -TftO. Y 3 - 
Y 7 *i|5|-4^{±^-5T#^*g^4^{i-CH 2 - 

x-h <o . z iiURss i t iii tT'*> zmm3 mmnm 
ins. 

im®5] Y 7 A<-0-, -CO-, 4fcJi-C ( = 
C (R n ) R 12 ) Y 6 *^-CH 2 

Y, -Y 5 #H-4fcttHfc^T*«*»*±fctt-C 

h 2 - -c* o , z <in^^ 1 1 is] tr* « »*js 3 tern 

[3t*«6] Y, -Y 6 Wi-ftibWVho 2o*f-C 
H=CH-T'?) I 9, fl!J<7)40#ll-4£(2M&oT&* 
JMS^tJttt-CH, -T'S>0. Y 7 ^'m^. -O 

-CO-. -C (=C (R u ) R„) -tfclt-C 
H 2 -TftO, ZI4B**lfcHt-e**IMSj|l*fc 
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[ISM71-Y, -Y 2 -^-CH = CH--CJ>*). 

z tiff sm 1 1 m tx-h zmm e mvnw&yT-i; 

im*m8) Y, W-O-ttM-N (R 10 ) -x-h 
0. Y 2 ~Y 7 cOV^f¥l*>lO#-CO--C&9. ®<0 

s^in-ztzmtoxz* mstwi- ch 2 -t 

Z(±fi^JBli:|5lC-C-J)Sil^l^^i2IBK 
•g.igi'tantg. 

[fS*JI9 J Y 2 #-CO--CJ>9. ZJifg^Jll tiaj 

nmmt ixm®2tiz>mmu&. 

[fjMlO] Y, ~Y 7 2^5Mtf&&£X 

[»*JSll]3$(2) 
Ht3 ] 




(2) 



(5$<K Rl . R 2 . R 3 . R 4 . Yi , Y 2 , Y 3 . 
Y 4 . Y 5 . Y 6 , Y 7 . tSZVZltm&l tftlM 

ft**ru Jimwmtx^xmLomfmzm 

bmmiamn* (\)<Mc^attz\t^mmb lx 

im^m 2] »*jbi. 2, 3. 4, 5, 6, 7, 
s , 9 1 Kit 1 0 tm<ow&77-i;>mmfr t l < i* 

cts^jRi 3] m*m. 2. 3, 4, 5. 6. 7, 

8 . 9 £ fcti 1 0 ie©^S»/r- vViSgft t L < fi 
[tfi*Jll4] m%mi. 2. 3, 4. 5. 6, 7. 

8, 9 *fci±i oiiM<ow&?7-i;yMmfoi> L«i 

^FSM. Ifc&fi. 'I>fl2*, $188??, J^UliK^Jfllfl 

t>L<itmm. 

[0001 ] 



it^liti-hV^^/rciVy (Na* /H* ) 
SaWtWSi^U th'JW/Dhy (NaV 
H* ) ^S^c^tmKiHH^Sglg., fl*J;t{f, i«Jtt 
£L ^TSM. S^C^ffis 'l>U*, jUflit>L<(iJi 

urnae =t &j$&kew ( mmmmsmmmm. 

SttlFF£, *MsffWg (#R(fI!SWS>PTCA 
(Percutaneous Transluminal Coronary Angioplasty) 

mizftmm. m**&nm£tixmzmm. m 

**0Sft <0tttf7^D-Att»JR«iT:, MWmS., ffF 

tttiffi. iri&fes. iff*«*WflaE. awe*, flr&s 

US*, *K«£flf«. PTCAf&OB^&t') . 1*1* 

mmmizx im&nmm. mmtixmxb 

h. 

[0002] 

\W&mk\ th'JWrohy (Na* /W ) 

Tli, mm. 7 ivy ^ H(CfW$*l*e?i'V4/P 
^-i/VWWW^&fVO** (Witf, J.Membrane 
Biol . . Vol . 105, 1 (1988) ;Ci rculation, Vol. 79, 1257(198 
9) ) . £tlKy*/4 JU^-fymiti&i- h >) 

7*ohy ( Na* /u* ) mmmmm^m^i. 
mmmmtttizttfmsiiixx^z mm. 

J. Mol .Cell. Cardiol . , Vol . 24,Suppl . I ,S. 92(1992) : J.Mo 
1 . Cel 1 . Cardiol . , Vol . 24,Suppl . I ,S. 117(1992) ; #iPF 
5-33922S^8 ; ^SI 3 F6-9545#4!fl8 ; ttflPP6-345715 
#^7-109251^18) . tK&m&Tajn, 
77-iSymmfctfl- h U ^V7a by ( N a* /H 

* ) $m<&m&f8mftmiiti<ibi)m&zixx^i 

mH£ #^7-10839 ; #13^7-145149^^ 

IK : «fBPF7-206823*4Hi> . 
[0003] 

/7nh> (Na* /h* ) imw>mmmzG 

L, th'JW7Dhy (Na* /H* ) 
OTtafcfcUBBt***, Mitf, SJflLE. ^^M. HW? 

mm <mtamwmsa*m* stt»^. 

(WitfJUS^fi^PTCA (Percutaneous Tra 
nsluminal Coronary Angioplasty)) tC<J: OitSKff^T 

b) . mssmm mummmizmm. m*® 
<mm&b ixmz&m. rmmb) . «c7>3Sfj 

df^Aifflflaisji^i: ) tfsmb%z>£& mm7TQ 
-j^mmmt. mmm. mmm. wmm. ^* 
^ft^bs, itriBJiE*. mmsm. p 
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[0004] 

( i ) 

Ut4] 




(1) 



Citt, R t , R 2 „ R 3 , R 4 ttS^KftiLT** 

are 1 . r;wwnk abat/i^u*. y;o7/w 

JrmWm. Tis)V2s* -OR 5 , -N (R„ ) r 
7 . -CON (R 6 ) R 7 , -S0 2 N (Rg ) R 7 , 
-S (O) n R 8 . -Q-Ra ifcfcfc 

—A-CH N N— R 9 



(AttBBRH^ -S (O) n -4fcli-N (R 14 ) - 
fcfiL. R 9 tt**®^ r;Wf/PS. 
X. Ti^ifcli-Q-Ra fc«U SR43~8iitf> 

Y t , Y 2 , Y 3 , Y 4 . Y 5 , Y 6 . Y 7 

it, ztiztm-tttimzixmii, -ch 2 

-O-. -CO-. -C (=C (R n ) R 12 ) -. -S 
(O) n i,L<{±-N (R 10 ) -imtt\ *fctt 
M0*^ZO*t-»Uc^-jT» -CH = CH-£«U 

fit. y, ~y 7 'j?%<bt>2ntmi}m 

3,4. 5flKSEJMRftoTt«t<. Y, ~Y 7 tttgffijg 

iM^. -OR 5 . -N (R 6 ) R 7 . -S (O) n R 
8 , -C (O) N (R 6 ) R 7 , *fcti-Q-Ra £H 
•f#. flU -CH = CH-<7)7t<SJS J Pi:g#*^-l.^ 
■&tt. Ztt-N (R 6 ) R 7 ,-S(0)nR, 



Q-Ra Xli, R B fcR 7 #5^fc*S£L 

/Mr/US, *gSXX«-OR 6 TIB&SivCVvCiJ: 

w r 8 im\s*jv&. WM7>v*ivmztz\i 

Tv/PSifcli-Q-Ra RufcitfRu 

^/i^. r^^-/us. r/i^-yus. x?nr;w 

7*s)Vm, -OR 5 , -N (R 6 ) R 7 . -CON 
(R 6 ) R 7 . -S (O) n R 8 ifctt-Q-Ra Z$k 
?. nttO. 1. 2tf>l«S:*f. ]?*b§*l*«BI 

"tl.^b'J ^A/7n h >3aMtiSJRffl«JpJfc:BW* . 
[0005] 3WMBttJ»t*4Hi^««OTKttW 

*. r/^/i^fii: LTii, mm. **>v. ^>v, r 

;L-7"otVl/. 1, l-v^f-;Uxf-;U. ^>-f-;U. ^ 

mm : m.8m£f : <o7>\s*/i>mtfmft>ti&. is?vr 

A/^)vmt. HI$iiTVvSrvve». *yc«il-4ffl<7)r 

y?D7f^, v-7o^.yf-;P. ^7o^.df^;U. i/7 
o^r^;U, 2-^f-;Ux^D^yf-;p, 3-^^v- 

i/^D^i^;k 4->f-/^^n^j//K 2-th' 

2-h HQdrv^^n's^v;k 3-tKodfv^ 
^n^Jfv^, 4-h Hci^yy?nMy^ 2- 
(th'DJf^f;H i^^n^yf-^. 3- (tFo* 
v^f-yl^) v-^n^y^K 2- (hHo+yj<f;H 
■/;n^y;i., 3- (hh'odf^f-^) v^n'sdf 
4- (t Kndfi^f-A') ^^o^v-;l/. 2- 
(T5y^f-/>) S/tw^yj-iV, 3- (rsy^f- 

i^^n^yf-zK 2- (TSy^^U) ^a^.Jf 
i^/K 3- (T5y^f-;>) i'y'n'vJfv/k 4- (T 
^^D^^/p, 2- (*h*S^^/l/) 
i/9w\>-f-n,, 3- (p< v^o^y-f 

2- (^h^v-^^) ^^DA.Jfi//l^. 3- 



(5) 



WHPP1 0-2 3 70 7 3 



[ 0 0 0 6 ] Q7;^-;HI1 wmtix\^ 

*\ 4fclil~4W>7/Wr7l<£. g$7/Mf/l^ * 
K£ifctt*-ORe fc:J:i)WSfiTV^tJ:<. « 
£{f 1 -i^o^y-f-Zk 2-y?D'<>'f-/k 3 
-y^D^yf-/K l-i^u^-fe-zk 2-^7 
u^-fex/k 3-y^n^-fe-;^i:<03~8Hfi 
1 o*-f £>~>7 o7/U7-;Ug*W£>*i 

c o o o 7 ] mmmmmte. wmztix\^i>\ t 

fcttl~4ffltf>7/i<*/i<*, ffiS7/Mf/i-S. 
fcJig-OR 5 tc«t01«S<iTv^tJ:<, Witf2 

2-r h5t Ko-2H-fcT5-/k 4-f f>7tb'o 

- 4 h - tr 7 -11% t'cv 3 ~ 8 mmmmm=F & tz \t s 
[0008] T>V3* ist)u#-)mt ixu. mm 

[0009] 3rm%mMiM8m&iLX^Xh£^7 

y -ivma xxfE&mz w ix v ^ *> i v wfot y - 
idfepfr**.*. ry-;u»i:UT{i. mtify*- 

/k ^7f-;^f<0U8S®^ISl0fliWT^ry-;US 
^ory-yUStLTIi. 0Utf2-, 3-, 4 
-tryj^k tn'j;K -fys*yy;k hyrvy 

/k f h7/^K 2-. 3-7'J/k 2-, 3-f-X 
-;k 1-, 3-, 4-**-tf-Vy/k 3-. 4-. 5 

- 4 v jj-^-r/ y t'vm.mwtt 1 ~~4 watr 5 - 
6 s^r o r y -ivmti x vmimtt o - 2 a t &s 

r y -www fe^i* . agi7 y i wia*^ 

rn7y-^Ct>{tSaBftat{i7^ywa, fi&7 

-/^, ^^yAitii^-ORs . -N (R 
6 ) R 7 . -CON (R 6 ) R 7 -S0 2 N ( R 6 ) 
R 7 , *Jttt-S (O)n R 8 -CifiZtlh£ifitsttl 
3>. 

[00 10] Ri , R 2 , R 3 .*fcttR« *^-OR 5 

X'^tiimxh 9 , zzx'R5tfm%mx'$>?>i§& 
cwzmmz-oRs mama., yxy^^maxx/m 
y*s*ismTfr&. m&y 3.;* ^nmtLxit. 

0tttf-M3«. -N (R 6 ) R 7 £ (R, fcJ:^R 7 
fcLTtt, «ilf*»«^, 7/^;l^S^t*) . 7/Mf 



3k -N (R 6 ) R 7 S&i:) £4rTWftSftfc7xy 

fcl/ttt. Witfo-. m-ifclip--M37x/* 
o-. m-£7tlip-7$77x7*i^ o-. m 
-*fc«p- (i^-WSy) 7x7*:^ o-. m 
-tttip- (7$yX+)V) 7i/Jfy. o-. m- 

i^ttp- (^f-ykr^yyf-^) yx/Zri'tciLtf 

[0011] 7yU3*^*£: t-Ttiu fiUtiW 
Xr^x. 4 yroilMfS'. tert-7*h*^*4ftf3lMI 

[0 0 1 2 ] R 6 fcJ:tfR 7 *«5VHC^LT. *fl4> 
S^S^Ti J: v *M 5 &v * L 7 S3&V)3R#7 S 72 

w&fiwr s & tzm/mz\± i — to y x-/k 
i-t^ys/V, l-f^^^-zk ^*y/, l- 

[0013] ■8»7;i'#;w«*c*}(ttWattU4/ND> t 
ym^, 7^3=f vS. v7u7^ d f;uS, v 

77S. ^/U^^S. 7;Pndr^y^x;l^. 7 
S^l^ 7?Sfi6S. *3j:t>'^-CONRp Rq (R P 
JtfRq {iSv^Sftitt. *^iS : F^^Ji7;^;l^ 
hhUtRp fc«fctXRq {iSVHC^LT. 
^cptcfl&^^xn jr^ J: v ^« 5 &v ^ L 7 g 

me>mvt7$ymi$tt) . -n <r 6 ) r 7 tt<{i 

[^6 3 

( R" 7;^;US. *fct±S«7;Wf/i« 

fmxb hzt ) x-mixhrnt^ztiz . mz 

Ri , ^ R3 ^ R4 , R5 ^ Re > Rn^ Ri2^^ 
\tZtfW&7>Wl&X'bZ>%£<7)WM&t IXit. : s 

fi. tf/Utfdri^g. 7^3^^^;^-;^, 7y/P 
X, 55=#l£2, fc«t^-CONRp Rq tt<tt-N 

(R 6 ) R 7 T^sfisa^aw^fu R 6 . R 
7 . R 9 . R 10 * t IBft7;i^f/i«-Cfe6«^«^B«3£k 
LTtt, v7n7;^;u«, tKKS. 7/k3*i/S, ^ 
/U^dfi/^S, 7;k3^rv'^^-;US, 7v;^. 7 
y-yi^S. iiJ:t/5(;-CONRp Rq i,L<«i-NR P 
Rq X'*iZtl&&%£tfmft>tLl. £tz, E&7>1* 

m<nmmfhzb&x'%h. 
[ooi4] x a %w&7)\s*n>&k ixit. mi 

If JWMmR 3 ~ 6 ^ is 7 o 7;u^;i/T-afil $ 
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flR2-6<0^ryr/^/U«» ^SJS^2-6<0^ 
)VX**/T)V*)Vm. ^®?ifc3~8cD7/W3*i/# 
/Wfcr/UTyHfA*. 3SRSR4ft3~8tf>77l^y-f/l/ 
7/Wr/uaL JKSfKflRl 6ttT*>7D'f/P7JHM> 

/I — CI ~C57/Mf/!^ a»fltW-o4/S{4i:o 
<DC1 ~C3 7A^A'Tm3fcTVV?{ > J:i, 
-OW-Cl ~C3 7/l^S. SBWSFF*«-ofcKtt 
Zo<9Cl~C3 77WfA'4fcliC7 ~C \\Ty>\>*fr 
VS&ZtlT^XIjZ^TSS-Cl ~C5 7/MrA- 
l£fn5&ML7MSIft7$y-Cl — C3 7^^y> 

[0015] ft*«tf«77Mf/l^£¥tf*Uf . b K 
7/k*a.Xf7k MJ7/M-QX?-/k M^DD^f 
^ifOiSRK^HRl— 30#U>'no7;i^;1«. b F 
o^rio^k t h*n4f xX-f/k 1-fcKo^yX-f 
/l^r H ntmB.^ 1 - 6 co h P ndf -> 7/Mr/t-S » 7 
$yy?-;k 7$yxf-/k l-7$yxf-;k &if<0 
UaS«?jRl — 5<07Sy7/WFrt^S, *h*5/Xf- 
/k xhdf^xf-/k ^h^rotVl^cOSM^- 
IS; 1—6 <07/P3* vT/kf/Wg, #,MMfS*rf"/k 

*^Mf;k y h*i^/ktfx/ixfvl'&£r<>5#a& 
JI : ^S3~707;l/rjif^;^x;Wr;^;t«, O 
vVk 7xx;lxf-/k 7xX/kToe/k 7xX/P7* 
^/k l-iL<l±2-^7f-/M^=5:fc*<D, 7xx 
;U4^{i77f-/i^-ci ~C5 T)i*vvm (7i-*i 
7t(i77f-;^Hcci -C3 7/Mr/US, ^nyyjf 
^ zhDl. 7S/S, CI -C3 7A-3* 

yf7k ^/UA^/PX"^^ ^*yf-/l/^;W^>f;^ 
^5rhV)» JW«?#--ofcL<{±zooci ~C3 
TlV^lVXW&Z HX^Xh £\Vtr)W^ )V- C 1 ~ 
C3 TiV*)^ 7S/x^-;k 75/7nf;k v'y 
f-;>75yxf-;K y^fyl/7Sy7at/k yxf^ 
75 7x^-;k N -y N -^y >-'/U7 S /if/l/ 
5:^, SSS^* { -oi,L<{iZococi ~C3 Tiv 
*>\sttzliC7 —CUTJ)l>*r)\,X'W&ZtlX^Xi>£ 
l">7$y-Cl ~C5 7;Nr/H£, 1 - tn U y'^/H 
f-;k y xVxf-^t'otSfn 5£^l/7 H8«7 

sy-ci ~C3 7W;«?*fif^, r 6 a xx/ 



R 7 {CfeV^{i7xX;kxf-^t'(07xX/l/-Cl ~ 
C5 7A^M6WW6*l*. 
[00 1 63 QKfctt4ffl«77Mf U^^tflCRa fc 

mr^jum. mmriv^ivm. : s? unburn. 

Tjva*vt)vx-)\,m. %&mm. hxx/^-con 
(r, ) r 7 TiFZix&mzztfwfbtii. mrnv 

*u>mk LXl±. MUft^y. x*kv, Mjy. 
f-py, f h^fL-y. ^y^y^y, ^f-tyf- 
U >^JK»afflS! 6 OT<07>Hr V yS*>W£*l 
6. 7^atL-T{i, W£»7-fef-/k 
7* v -< /kfr ittJasafffiR 2 ~ 6 O 7/k& y >f /I/ 

/ktfx/k S^a^y^yy&yktfx/k x^n^^y 
tf/U-Jfx/l^ ir^KSRK^ft 3-60y;o 7;l^ y ij 
)V#—iV&^ M^Jfi^o^yxytf/l^x/k 
'v** yil)Vi$.-)Vtc \Z<?>mm=m 3~6c0i/^nr 
;P7y^;U^x;l,S, (Wttf^yV'f^, b/M-'f/k 
77h>f/W55:i:*tfO^JSflK6~l 0<07n>f;l^|. 0| 
itf 2 - V : J>*i)\>X->v. 3 u viDVX 

i ~ 2mz-£ts 5 xi± 6 mcoffifammmm-f 
g^s^ , ismsi 1 ^ 4>s{f wkm.^ i ~ 2 ffls* 

tf 5 X(i 6 M^*^#^S^W1--i»««^ : S^7y7U 
S^t'^W^ixS. Rp fcitfRq j6f£V^(c«f^tr 

t/R 7 s^7syao^tPi«co«^* 

[00 17]se-S (0)nR, T«S*l**tLT 
Mi.tfy^-^X^^x;!^, xf-/^;u*x;i^S, 
7nh*;^;l/*:x/ua, yrohVl^l^x/i^&ir 
co^JI^IS: 8 OT<07;^^x^*x^tj i ia'Wjs 
-fS7;^;i^x^7 •< x;i^, Tiv^iVttWtmih 
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3-> f/P)^^, (h-^y v-'y-4--f;i/) jT^v-, 

— f;i^) ( 1 -*+Ar\£n\)i;y-3-<{Ar) 
-4— f^)f-3f. ( i-*w^yyy-3-4 

(^aV i Jy-3-^jU) (l-^^h-a'J^' 
y-2-^;w)f-*. (tf^Ui/y-3-^yW) 75 
A (tr^ys/y-4— 7$a (i-*f-;n: 
^Uvy-3-^;w) 75/, ( l-^f-yuh-^y v'y 

-4-4^) 75A (tro'Ji/y-3— 75 

a ( i-x*f-)Wuyi;>-3-4ii>) rs./tfm? 

t>tih. TiW-tV&blX\t. mt\i^~)V, 7 'J 
/k ^=3E.^-;^c7)^iS^6tlT07;U^-^a* { 

mT^7;^-;ua*^f^fiS . 

[00 18] Y, , Y 2 , Y 3 , Y 4 , Y 5 , Y 6 . Y 

7 tlx, m*.irM£i%i>otfmft>iii. 

1. Y, ~Y 7 tf)5*>, vvfita»lo#-CH 2 -„ - 

0- , -CO-, -C (=C (R u ) R 12 ) -S 
(O)n -. ttM-N (R lc )-*£U lO#-C 

1- 1. Yj #-CH, -O-, -CO-, -C ( = 
C (R„) R 12 ) -, -S (O) n -. ttdt-N (R 
io) -£*U Y 2 #-CH 2 -fc*L, Y 3 ~Y 7 # 

-r. 

1-2. Y 7 #-0-, -CO-, ttdi-C (=C (R 
u> R, 2 ) -£SU Y 6 tf-CH, -«r*U Yj - 
y 5 #|a|-ifcttj|fco-c«-*JWS**fcli-CH 1 - 
MW. 

1-3. Y, fcitfY, **-CH 2 Y 2 . Y 

3 , Y 4 , Y 5 , Y 6 <D0*>. Wtfhfriotf-CH, 



-, -0-. -C ( = C (R u ) R„) -S (0) 
n -ifctt-N (R l0 ) -£«U ft<04o(iB-ifc 

1- 4. Y, #-CH 2 -. -0-, -CO-, -C ( = 
C (R u ) R 12 ) -, -S (O) n -, S^{±-N (R 
io ) -*ftU Y 2 ~Y 4 ##*-CH, -£3lU Y 
5 fc«fct/Y 6 

[00 19] 2. Y, ~Y 6 OVvffljHB'Ji&^otf 
-#C^t-CH = CH-^L, «W)40#H-i 
fcttJKroT***B-&*fcli-CH 1 -4*U Y 7 
##8&. -0-, -CO-, -C ( = C (R u ) 

Ru) -*fctt-CH 2 -fc*f. jumtcu 

2- 1. — Yi -Y 2 -#-CH = CH-£**\ 

2-2. Yj #-CH, -£*U -Y 2 -Y 3 -#-C 
H=CH-5:gt. 

2-3. Y, fcJ:tfY 2 *^-CH 2 -£SIU -Y 3 
-Y 4 -*«-CH = CH-^f. 

2- 4. Y, , Y 2 i$«}:tfY 3 m-CH 2 -fcglU 
-Y« -Y 5 -i«-CH = CH-?r$t. 

[002 0] 3. Y, tf-O-jfcfcli-N (R l0 ) -£ 

su y 2 -y 7 ovv«ia»ioa«-co-£au ft 

3- 1. Y 2 #-CO-£g|-f. 

3-2. Y 2 #-CH 2 -tmt. Y 3 *>'-CO-^ 
■?. 

3-3. Y 2 fcitfYa #-CH 2 -£«U Y 4 #-C 

o 

3-4. Y 2 , Y 3 fcitfY, *i#«-CHj -*»U 
Y 5 *f-CO-^t. 

3-5. Y 2 , Y 3 , Y 4 joilXY 5 ##*-CH 2 -£ 

m, y 6 w-co-z$t?. ttz % y, -y 7 <oa 

3-6. Y, ~Y 7 coo-h. 2«*«JMS^i*t, 
[002 1 ]$ ^>£, *fHBIi, -fk-^J ( 1 ) Zm&t 

h-tmmtz i>cr>x-t> <o , zixmm±, * ( 2 > 
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(sW». R, , R 2 . R 3 . R 4 „ Yj , Y 2 s Y 3 , 
Y 4 . Y 6 . Y s % Y 7 . Z|±«EfcHfc«l*t*L. 

>t^JE§*T5t (1 ) £&^X7jklt:7 , 7-iSSXJV 
#-;l>m (-C ( = 0) N = C (NH 2 ) , £) £tBJ£ 

h mmmzm&i-i ztfrt>%&. 

aid*. &usizffi&m*im*&M*. £*u<z> 

^r-v>^tf* ( i ) zwtrizbwvu. m 

( 2 ) T'fi§ft6#;Wfvl^^14I&$ttfc LTti, 

^ix^^SHMWW^ii, Bad** 
>imt l/C(iK?ny HifcttK^n 5 h\ 

Tr)V^i/i]foif<.—)V? a y Y-%tZ<7)7)l*r)Vtti'7 

p-ahD7x;;H^f/k N-fc yy 

CDvg14xAT^fc£tM^xx-r7k xf-y|^xxf-;U 
«ri:'<0-jS<OXXir;i^W^iiS. £*)J:d$r;&/M? 

[0022] w^nyyimtwimtTm (m&ma 
•rs i t #?* « . tgat lttjUcim:*- h y * a , 7j< 

WS*!)W. £®S7-hy7A, 0fflfc&y<7A, MS* 

mi- h y ^A^rt'cMitss , axvh vx.wr s 
y, Ky^fc^otfWHfcp. awt lthkv* 

I, fb7tHo77y, l, 4->-*5rJf-9-y^ri:'c0x 
— Tl\'%ffl&. i??uu*?y^ ?DD*M, 1, 2 



[0023] XX^RSWcfcRlES-frSifr&tCtt, « 

itf. fh7bKo75y > 1, 2- : J*h*yx? 
y, ^^-9->^jf0>x-f A^Rffil. ftKxf-rt^ir 
cOXXtVI^S^ y'^f-;Wvl/A7S 

rh5tKo75>\ 1, 2-^b^f 

*/i^7$ K*fett<tfi^>oa^«ai'*''CK«$**i 

t##£U\ *£fcJ:->TI±S8B£flL 13 0'Ctt 

[0024] 4fc*fMIHfcaft ( 1 ) l±; HK ( 3 ) 
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R, , R 2 , R 3 , R, , Yi . Y 2 , Y 3 , 

y 4 . y 5 . y 6 , y 7 , zimnbrntm^-r 
*. ) x-&ztis>*)u#>m?r- ! J>kzniL< 

m%itZ>Zt\ l zZ:r>X'&Z > ZttfX-*Z > . ^rfe. *SJS 
CfctvCte, S (3) {^t^b-^j^^^^s 

o. mttiT^>\s7T-i;>mmfo ( 1 ) srs^iti- 

[0025] KJtEJi. /ct Hi. : Jis7u<\*is)Vtj)\, 
5 K ( DCC ) % yrRK^yU^-f 5 H 
(DIPC), 1 -X-7-/U-3- (3-^^TSy 
rnt/l.) -HMItL&'i 5 h* (WSC) , ^>«/hUT 

V-;i/- 1 -A fo-h yx ( ^Vf-zurs / ) *x*x 

• A^-^/l^-O y yftSjfi (BOP) . i/7xX 
;U*^x;Ur^"h* (DPP A) , N, N-$)U#-;l- 
: J4 S^V— ;KAngew.Chem.Int.Ed.Engl., Vol. 1, 35 
1(1962) &fc'<0$g£#J<7)#£-F. UtefcJoTtt, ?tt 
itf, N-hFnJfy^^yy>f5H (HONSu) , 
1-t Ko^5^>"/ by 7V-;K HOB t) , 3- 
tHPdfv-4-^V-3. 4-y'tPD-l, 2, 

3 -<yy h y 7v> ( hoo b t ) %z<?>mmm 

IX. tzttli. <y*£y, hfrx.>. *isuy%t'co 

mmsHtmmm. fh^tHo??^ 1, 4- 
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h7S K&?07$ WRffiNL KU^'SrifwaaHHI 
[0026] WEW&fcfcWC . KJC(C«tt**ia. 

;frSfc:fl!-5Tff 3 (Witf. Protective G 

roups in Organic Synthesis. JOHN WILLEY &; SONS. 199 
1*) . *B£Ofti£EJ: LXli. * h*~s* 

f"A*, f-h^t h-ot^-^S^t'^W^il. 75 
/SO«tfS£: LTJitert-yf-yP^v-^^^/Pa 

if. OS. ffl*tfc£<OlW>#ffiT, 

A\ -£#x?/-;k ^fh^tHn?'?^^! 

g+T«$ttg>£££cfc9l^t£^#T'^ 75 

/momma, mm. «». r-yy/t^DgHg&t' 

OK^ffttT. ^fh5t HQ77y, Jg-fLXf-u 

[0027] ijivx* wmz&m-tii&smmcoB 

MillXii. Mifi'tert-y^UXXr^, JVVYJiX 

r/k i675H=5rif*Wf6*i*. .1*).}: 

Bfc*ti. tert-7^x*T^i§-£li, fftttf&Btt 



fh7th'D75^^1, 2->-'y r-3-vx?y& 
&fc'<07/l^ VX'WM-f&Zblzl: OfffcfU »7S F 

[0028] ftrifill^iM^i: &4-J&5S ( 2 ) 
fcJtfHRse ( 3 ) (C*S*lfc3W!M y F-A^/M« 

J. Chem. Soc. Perkin 
Trans. 1(1992), (6)679-683 ; ft6H¥2-273678#& . 
?6 ; tfPFPJ-ttOtt #&?8 ; J.Chem. Soc. , Perkin Tra 
ns. 1(1987). (9)2079-2090 ; J. Am. Chem. Soc. (195 
8), 80. 5574-5575 &£) X'hht>\ ttzWAWMtS 

*i:sntw>#st i <o z t i . - 

*fc*< -*W (2)fc*;&*ifc;&;M*yK 
<OSlBtt»WWWi. -*W (3)K*Sixfc*;^>'|fc&» 

[0029] 1 ) Hfcft (Id) cO-ft^H 
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m$khl, -Y-li. -Y, -Y 2 -Y 3 -Y 4 -Y 
6 -Y 6 -Y 7 -£HU Rttffl«7JWf*»**> 
t. ) 

IS ( a ) (2, (la) WN-X hWlOMm 

feilfc N - X h O VftiOjgTCAxo^ 0 , ( 1 

a) «N--hDVittt, W&K (fltf.tfiti&) ifctt 
tt»*4^i. X 
i8K7 F I) 7 A i ^ $ |> ^fc K J: 9 ff? £ h A { T' £ 



IK (flRfcTyXf-^x-r/k f h7bHD75y) 4> 
T\ jfTcfflfc LT*Sfl: i ;^7A7^5x7ASrfflV%-C 

ffdaa&TOr**. TM (b ) Stflg ( c ) Ji, 

««J:<a^-C^«7-f >yv*-(Fischer)<0>f VY 

->\s&&mzm^iz\tiz£*)ft5zttfX'*&. *<r> 
r, -fb^tt ( i b ) t zj\st'y®xxTmmft ( i 
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C*t>, Ri , R 2 , R 3 , R 4 . RttttEkRWSWat 

v\ fit. RS&fi?, IStS^S/stiaXJSiSix^f 1 . 
^(C0 2 R' £) fcfciBOafcfc^fcOfctS) * 

IS ( d ) it, Ktt&fttfWSrffiifflv^jSU 
OhJ > K-*- 2 -^iK>WNMc ( 2 a ) fc ft* 
ft(2e) 

R' 0 2 C-B-X (2e ) 

R- , B\t(mbmw)imz$khi. xj±jg 
*^«>*if<ojB»ai*jib-f . ) *m&bm m 

N, N-Wf/^;^75K. : J*1-i\,X)V-fc 

HWUJMti: LT»i. (Witf, m*0<7 

A, KBf h 'J ? a& f ) v 3mt*m ( fl^tf, h ij x 

fc'#J><f 4>*U. WtCft^Hi (2b) JCJS^T, 



77^t')^ WKao^y^hy^f-^ry*- 

9Att<D*-<M F (Triton B)#ftT. 7? UAllXX 
f7t«*tt£RE$-£* £ 1 1 i Off 0 Z t *>X'% £. 
IS ( e ) cojUTK^RJEti, Ktt&fr (Witf. BHK 
-«B*3r if ) TfcTff 3 6, 
[0031] IS ( f ) OBKHfiaSi, ji^ftl^ilTV^ 
* ? 'J —r;l/ • ? 7 7 y Rjtofcffl v vcff 3 c i 

LTfi, fi«Jitf*;P#>Bl (2c) imte* 

gfcffiv^««fcl/cii, -hn^y-fe'y, i, 2-S> 

X. E'JSi: LT«. (2c)JPPA (iKU 
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osphate ester) +G.X5U6ZltlZk£X *)fflm%JB 
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h) 4. 
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i/y=fBL sebl 7*>wyiL ^ 
;i-? s yftSrifoirBb&^yitfc^ ; -X^y^/W* 
ylL <yHfy^;p*>», p-r-^xyxn^ygL 
t FD^y^ytfyx/i^ylL yt HQdfvK.y-fe'y 
^*y^i:OX;^yei:^^W^tLl.. 4- 
fc, HR« ( 1 ) T»S*i4ft£«#itf*«»tfitfl 

[00 5 1]*»i5Hfc£fttt. ^hU^A/rahy 

A/rohy (Na* /w ) immmmmzim 

JSMHBKS, *8Hl. fttiE. tlim, fifi 
I.. 
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sii^oa*. rssl sjsw, %m\iz-m 
Htm* te^-ra ; 1 1: J: o Kits c t h . a 
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[mum jaTteWfcwt, ##w. iestwtjj:tfi» 
vmm£&^x7fii$tifz.it-&fom. Lt> i up 

xf-^2, 3-y'hh'D-2-^y-lH-tDD 

ci, 2. 3-deD ^y#ifyy-5-^^y5 

(a) xf-/H-xhJf>/^y^x/Mf-/l/-7--h 
p- 1 H-^f y K-;P-2-^jK^y5- N^fiS 
x-^f-iv 7 - x |> u - 1 H — f y F -/W- 2 - # y 
7-h (2.00g, 8.45mmol) CON. N-^f-^^A 
7 S h* ( 5 0 ml ) ^?S^(C 6 0 %*3lft+ h U •> A (0. 
34 g , 8. 54nmol ) Joi. . RJCajWaWK* 6 * 
tCCUBPUfc. JXtCT'otpKx^/l/ (1.43g, 8.54mm 
ol) ZtolXfrt*. 5 0~6 0°C^T4B^*ffUc. 

$u&mzm.mx'ftfflLXfrt>x.*.wzmg. s&x^- 
ivxm, OS) *wi**av^Lfca. mm& 

J»T&»Lti. ®m®Z%£lXfthtifz 

/n-^Mfy=5/9 5Ti§til) TWlt iifct «k 
0 . Xf-;W 1 -xhdf 7 h o 

-lH->fyh'-^-2-*my5-h (2.11g) 

iHnmr (CDC l 3 ) £ ; 1.29(3H,t,J= 7.26Hz), 
1.38~1.43(3H,m). 4.23(2H,dd.J=6.93, 14.19Hz), 4.3 
8(2H ( dd,J=7.26, 14.19Hz), 5.48(2H,br-s), 7.20-7. 
26(lH,m), 7.53(lH,s), 7,93-7.98(2H,m). 

(b) xf-;I^2, 3-y'th'D-2-^V-lH-t 
ooCl. 2, 3-d *cS*rV- l )>-5-*UV#* 

3&)V 1 - X h # #;t^Kx/M 7 -X h n - 1 
H— -fyK-^-2-^;^if^?-b (2.11g, 6.59 
miol) £\ fh7t ( 7 0ml) + s 1 0%^° 

5y^-«*(0.20gB»l) S:JDi. «ffl«ECT* 

aBILTfttihisaHE+tcb^xy ( 10 0ml ) at^T" 
bU^A^df^h- (0.35g, 6.48mmol) &»i"C*»fe2 

■wiasBaiaufc. <xi,zmmmEmixmti^m 

/ n -^df^y = 2 / 8T1§aj ) "CflWrSitCJ: ' 
9,xf-;U2, 3-y'h Ko-2-^y- iH-fo 
nCl, 2, 3-de] ^ydMfijy- S-iDVff^l/ 
y-b (1.38g) S:^. 

»Hnmr (CDC1 3 ) 5 ;1.39~1.45(3H,m), 4.39 
(2H,dd,J=7.26, 14.19Hz>, 5.24(2H,s). 6.71(lH,d,J= 
7.26Hz), 6.98(lH,dd,J=7.26, 8.25Hz), 7.23(lH,s), 
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7.24(lH,dd,J=0.66, 8.24Hz). 
[0 0 54 3 ##01J2 

x?-/U5. 6-ybHn-9-^f-/l'-6-^y-4 
H-tfnoC3, 2. 1 - i j 3 U y- 2 

( a ) X-J-/W 1 - ( 2 -tert-7"h^^^;^-^x-f 
-4-^f-/i/-lH-^fyK-;P-2-^^^ 

xf-;U4-^f-/U-lH— f yh'-;i^-2-^;P^i/ 
7-h (70. Og, 344mmol ) 7? ',l/Hftert-7>/U 
(53.0g, 413mmol ) . <y v/Uh y^/WTyfcX? 
At Fo^fyH (5.76g, 34.4mmol ) .Stfl , 4-i/tf 
^Mfy (1000ml)cOig^5:6 0~6 2'CC-C8.5 

( 1 0 0 Oral ) Rtmm ( 3 Oral ) SrjDX.-C*^Pi!X 

wcwm (20) u. tinnm5%im*mi-hv*7 

( 2 3 0 ml ) ti^mML-f S i 0 . xf- 
;H- (2-tert-7'hdfv^#x^x^) -4- 
^f-;u-lH—fyK-;i/-2-^;U^v7-h (9 
9.2g) SL^ 7 8-7 9-C 
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4 f*- 1 H — i y 2 -a JUKES'?- b 

(3.76g, 11.4mmol) , hU7^0pg| (14.8g. 13 
Oramol ) Rtfi^on^y (5 0il) *>»£*£SS 

( 3 0 ) u atb?££ 5 h y ? -McsarcaK* 

9-h (3.12g) tUfc. BUS 1 33-1 34°C (v 
>f yTDt/ux-r^J: 9l¥t£A) 

(c) xf-;U5, 6-y'hKo-9-^f;l/-6-^ 

y-4H-tDn(3, 2, i-i j) *yyy-2- 

xf-/n- (2-^/^^xf-^) -4-^f-;b-i 
H-> f >Y-)V-2-ti)VX* : sy-\- (l.OOg, 3.63 
mmol) , tgft.tt-Jl> (1.35g, 11.4mmol) &tX?OD 
tfyPA (16ml) aa^&SBfflaftftSKiKU:. 

y (8 0mi) sjni, aatcrawLfc. -^wcs-ft 

T;U5X7A (2.02g, 15.1mmol) $rjDtt*^S^ 
(3 00ml) &tf 3 5 (1.5 ml ) D&gft 

+fcani'Cj&»fe^no*^AT»aj (30) u tttb?s 



(PKxf-/W/n-^-ty=3/9 7"C 
Sffi) "ClffiriC t KJ: 0 . x^;P5 . 6 -vt Ho 
-9-.*f-/P-6-**y-4H-£oa C3, 2. 1 
- i j 3 ^/liy-2-^/l/^v5-h (0.53g) £ 

10 3-l04°C(^V7 , ne;l-7;^- 

[0055] ##0J 2 UrfrSHC* tr , OTC* 

(1) xf-;W9-7DQ-5. 6-y'tHD-6-^ 
y-4H-enoC3. 2. 1-ij] *JVV-2-1) 

MA i 24-1 2 5°c (>f yrotr/U7;wn-/uj:0 

(2) XfyU5, 6-^tHo-6-aT*y-4H-tf 
ODC3. 2. *yyy-2-;{MM«f>'5- 
h 

KjA 13 1-1 3 2*C (AVruV)VT)V?-)V£*) 

n&ik) 

(3) x^-;W5, 6-vhh'o-7->^-6-^ 

y-4H-eoDC3. 2, i-ij) *yyy-2-# 

WA 12 2-1 2 3*C (>fyrne;W7;P3-;l/J:') 
BttA) 

(4) xf-;l/5, 6-^hKo-8--Xf'/P-6-5f# 
y-4H-tfOQC3, 2. 1 — i j 3 */y y-2-ij 

MA IOS-IOTCWVTuWTiW-JVX*) 

mtok) 

(5) Xf-^5, 6-^^0-1-^^-6-^ 

y-4H-trooC3, 2, l-u] #yyy-2-^ 

MA 10 6-1 07X: (-f yrotr^r/un-^o 
B&&) 

[0 0 56] #t#l3 

xf-A-2. 3-^^0-7-^^-^00(1, 
2, 3-deD-l. 4-«.yX**Wy-5-*A' 

(a) xf-^7-hKodfy- 4-^f-^-lH— f y 

K — — 2 ho-g-^ 

xf-A' 7 - ^y ^';^df s^ - 4 - 1 H - >f y H 

-;l^-2-^;l/^y7-h (15. Og, 485mmol), ^S! 
Ty^x^A (30.6g, 485mmol), 10%^^- 
(2.00g) &tfX?y-/M4 5 0ml) OiS-^d2r 

SSSrPSxf-;!,/ h ;ux yfrbmJMcth ZtlzX 
•5. Xf-;W7-hh'Ddfv-4-^f-^-lH-'fyH 
-;l/-2-^y^df^7-h (6.96g) Ibft 
2 1 1 - 2 1 2*C 
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(b) xf-;l/4-^f-;L—7- C2- (2-fh7t F 
n-2H-t7-/H ^xxb^f^] -lH--f yF 

xf-^7 -h Fo^-4 -y f7t~ 1 H— * y F-/U 
-2-^^^7-b (2.80g, 12.8mmol) , fh7 
th'D-2- (2-3-FxF*v) -2H-t'7y 
(4.92g. 19.2mmol) , kS^'J^A (7.88g. 57.0mm 

oi) Ri/T-thy (9 0mi> nm^iie.svmtofm 
mix. T-mmzFML, tpmimrizxmixn 

bt&miL*i'V*Y)VtiyJ*?U'?\>?'77 4- (ft 
i«x^/n-^-ty=3/9 7-C»aj) TflKR-ri 

£ t (c J: 9 , *tei*R«jtf>x*;u- 4 7 - 

C2- (2-fh7tKD-2H-f7-yH «yi 
MP5»0 -lH->f yh'-^-2-*/l/^^7-h 
(3.00 g) 

(c) x^/L-7- (2-t Fn*^xF3-v) -4-* 
f-^- l H-> f y F-/U- 2 -rt/i^s^-Fco^-iS 
X.+)V4-X J f-)V-7- C2- (2-rh7t h'n-2 
H-t5x;W) ^i^xF^) -1H-' f yK-/U- 
2-#/t^rV7-F (3.20g, 9.21mmol) £f F5t 
Yuyyy (7 0ml) t»WL-C*»feSfflt"C. 2 Nig 
SI ( 3 Oml ) fcjnifc. iOS^ttiSiMrt 3B*|Bffll 
#LT*^R»*Hc:* ( 2 0 Oml) Ztot, ^SWZ 
2 8%Ty ; exT*2rJP^.. 4>W(pH = 7~8) L 

fc. actaffijtx^rsiias ( 2tn> u i*aja*5%fi 

xfvl^&lSJWfc'tS £ 1 1 J: 0 . xf-A-7 - ( 2 - h 
Ko^^xh^i/) -4-*f-;i/-iH->f yh'-;u- 

2-#;M<3fv7-F (1.93g) M£ 166 

-16 7*C* 

( d ) xf-A-7 - ( 2 ? yx;l/*x;U>j-df yi F^ 

--4-p«f-;P-iH— ^yK-;u-2-^;i'^^ 

xf-;l^7- (2-hHo^vXh^rv) -4--X-fA— 
1 H--1 yF-/l/-2-#/M^:/7-F (1.10g, 4. 
18mmol) , MJX^ray (0.93g, 9.19mmol) &1/ 
^on^y (30ml) 1 O'CtX'ftm 

LXfrh. fflftT-10XHZXXf>XtVK-)l>9u , 7 
■i F (0.57g, 5.01«ol) fcSST'Lfc. ST»7«, § 
0>lZ- 1 0°CKT2l^fSl}t#tT*^, KJfc&Sr*** 

£&r, ?Dn**AT»aj (30) u:. t*bu?s{ifia 
wa-fbry^x^A*^, hj»7 a* 

5 %*g-fk-t f o ^fcmmnmxim lx& t>& 
*mr? w ati&s i tz . »«*jSEe*-f 

tCJ:*). xf-/l/7- ( 2-^r?yX^*x;^ifvX 
F*$/) -4-^f-;u-lH-^yh'-;i/-2-^;l"-K 

(e)xf-;U2, 3-vhHo-7-^7 t -^-tfnn 



CI. 2. 3-de) -1 . 4-^yX*=W'*y-5 

f yK-;l-2-*mi'7-h 
(1.30g. 3.81mmol) , 6 0%7R»ffc7 F U ^A (0.15 
g, 3.81mmol) 0N, N-Wf;WA7 5 F (6 
5ml) (Ofi^&gffltrCSiSfiHiffU:. EiKKfc* 

+car. BHBxf-^-cmaj OH) u aa»5% 

Sffr*- F U -7 A*j§&Ti5fc# LT fel&fcttK^*^ 
«7AT«SiLfc. 

y*yM7A;D7h/57^- (B»xf-;u/n- 
^Hfy= 2/9 8 t^iiJ) •C'SM-ri.ifc^J: 1 ?. x 
^)V2, 3— xt KD-7-^f/l—tnn C 1 . 2, 

3- de)-l, 4-<yX^t^V- 5 -tilVX* 
*S7-h (0.87g) IUK- 10 1-102'C 

M y ro tvi^/un J; 0 Sfe H B ) 

[0057] ##W4 

x^ 2. 3 - ->'t F a - 1 -y 7- FU7/M" 
o^f^-lH-too CI, 2, 3 -de] *S*-?V 
y- 5 - FO&j£ 

(a) 4- CN-^f-^-N- (2-t h*o#^X^;U) 

4- ^no-3-xho'<.yVhU7/^ l J F (26.0 
g, 1 1 5mmol) ON, N-y7fWM7S b' ( 1 

oomi) jsfiE+tc. o°ctcx2- (.x^rsy) X^ 

/-/U (17. 3 g. 2 3 1mmol) $-?»TL^ 0 raKSJg 
ttiT, ftStx^-C-ttEfJ (20) W:. *«*Sr5%S 

-;i/=9 7/3-c*j§ai) xnmriztizx'o. 4- 

CN-^f-^-N- ( 2-hKndfS/X^;|/) 7$ 
- 3 -x h n^yVF 'J 74/* U H<0j*Rft&ttfc. 
iHnmr (CDC 1 3 ) d ; 2.04(1H, t, J=5.93Hz) 

. 2.91 (3H, s) , 3.53(211, t ( J=5.28Hz) . 3.84(2H, 
dd, J=5.61, 10.89Hz) , 7.26(1H, d, J=8.91Hzh 7.60 
(1H, dd. J=2.31, 8.91Hz). 8.02(1H, d, J=1.32Hz). 

(b) 4- CN-^^-N- C2- (2-r>5tHn 

-2H-t7-;i/) *^yxf-;u-] -3-xh 
o^yy F V 7>v* 0 F 

4- CN-^f-;U-N- ( 2-h Fn^f>-x^-;l/) 75 
7 ] - 3-xFa^y/F D7;W*U F ( 29. 0 g. 1 
lOmmol) , p-F;Pxyx;l/*y®Sl*|n^ (2.0 9 
g, 11. 0 imo IK 3, 4-^*hF*o-2H-t7y ■ 
(18.5g, 2 2 0mmol) &tA'rF5t Fny^y (6 

o omi ) cQWt^&m&zxi.smmmuz. 

*(C^St'l<^7F'J'7A ( 1 0 g ) ZMt. M&ZX3 

oftmwixfrt>*miiZf i £itz. mzmm 
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- (ffi&L*>V/n-<\*V>=5/9 5Ti£tf5) TW 
mthZbizX*). 4- CN-yf-^-N- C2- (2 
-rh7tHD-2H-tr7-/W) **>ocfrtO 75 
y ] - 3 hn^yy h y 7/M-y K 
fc. 

iHnmr (CDC 1 3 ) 5 ; 1.47-1.72(6H, n) . 2.9 
5(3H, s) . 3.45~3.79(5H, m) . 3.92~4.00(1H. n) 

. 4.56-4.58UH, a) . 7.24UH, d. J=8.90Hzh 7.54 
—7.58UH, n) . 7.99(1H. d, J=1.64Hz). 
(c) 2-y?7U-4- (N-yf7l/-N- C2 - (2- 
fh7tKD-2H-t:7-;l') sT^xf-flO T5 
7] -3-xhn^yyhU7/^'J h'O^ 
4- (N-y^/W-N- C2 - (2-rh7bh'o-2 

H-t5-/i/) j[*~sx.i-)V) rsy] -3--ha< 

y/h!J7WJ H (5. OOg. 14. 4mmol), h'J 
y^AvOL-tf^AH-yW F (5.8 6 g. 28.7mmo 
1) &tfN, N-^f-/U*;UArS K (80ml) <9tg 
1 5-20*CCT8SBrr\ tert-7h*vK 
(3.22g. 28. 7mmol) «Ofb7tKD77y (40 
ml ) S»£SrFl,fc. $ 4>£ 1 5-1 6'CtwT 1 S^ISffit 

BBxWCMttB (30) Lfc. tttft££5% 
ig-ffc7 h U ^A*-cat» (20) fC*^**iSK7^ 

n-^^y=3/9 7-c»ai) THfS8*S.li:£J: 
0. 2-^7^-4- CN-yf-/W-N- ( 2- ( 2- 
fh7tKo-2H-f7-^) jf^fi/Xf-yU) 
y] -3-xha'0'y>y7/M-y Y<rsm&ife , & 
1z. 

'Hnmr ( CDC 1 3 ) S ; 1.48-1.76(6H, n) , 2.3 
2(3H, d. J=1.32Hz) . 2.9K3H. s) . 3.35(2H, t, J= 
5.61Hz) . 3.46~3.57(2H > m) . 3.74~3.90(2H.m) . 
4.56~4.57(1H, m) , 7.07(1H, d. J=8.90Hz) . 7.57(1 
H, d, J=8.91Hz). 

[0058] (d) C3- CN-yf/U-N- C2- (2 
-ft>7tHD-2H-t7-^) tf^X-fAO 75 

y) -2-xM3-6-hy7;k*ny?-/l'7xX/iO 

^iJWXKi'Kd.llg. 13.2mmol) <7)rhy 
hh*D77y (6 0ml) ftUCT. ^a-) 

K>?X^;Kl.9 4g, 13. 2mmol) £?Tr"U O-?^ 
T2-yf-;i^-4- CN-y-f/U-N- C2- (2-f 
r7t Fn-2H-e7X/P) **S/Xf-/lO 75 yD 
-3--hD<y < /h'j7WJK (2.4 0g. 6. 6 2 
mmol) COrhyt YuyyV (4 0ml) S?S$:?STL 

tz. Rje«taafc:T6B«awit"C*»fe. <xt:3x:* 

TJ«IUIH»(1.5 9g. 26.5mmol) ^STFLTt. 

weaiJMc+Ktcay, iMxf*T»a <20) u 



#^fi7tSS$: -> U # ffbijy&J v-?h?y? <- 
(BUxf-zl'/n 1 /9T*aj ) TfMW- 

SCttCtO. C3- CN-y^-N- C2- (2- 
fb7tKQ-2H-e7-/H s|-*a'X*rtO 75 
y) -2-XhD-6-hU7^Dy^7xX/W] 
tVP t>Kxf-^0?*^ft$r#^ . 
iHnmr (CDCI3 ) * : 1.4H3H. t, J=7.26Hz) 
. 1.50M.76(6H, m) , 2.9K3H. s) , 3.42-3.60(4 
H. m) . 3.73~3.82(1H, m) . 3.86~3.94(1H, mh 4.2 
7(2H, s) , 4.34~4.42(2H. m) . 4.56~4.58(1H. m) 
. 7.20(1H, d. J=9.24Hz) . 7.62(1H, d, J=9.24Hz). 

(e) xf-^7- CN-yf-^-N- C2 - (2-tFo 

*ti/xrf-t\,) r$y] -4-hU7;^Dyf-;w-iH 

«»(2.4 2g. 43. 3mmol) (4 0ml) ?g£ 

»£7 0iCfcTiJlfPLfc. &KC3 - CN-yf-^-N 
- C2- ( 2-fh7tKo-2H-t7-/K 
x-f/P] T $y] - 2 -x h n- 6 - h y 7/M-ny f- 
;U7x-;U] t;HVIXf;l/ (2. 0 0 g, 4. 3 3mmo 
l) cOh^xy (2 0ml) j§ffi^±IBS^fi54»{CSn r t 
Xfrt>. 7 8~8 3X:(c-C2ifflai»PLfc. R]E»*3 
0 o CtT'^aiL-C^<c.2NSfe (2 0ml) Wfh7t 
FD77> (2 0ml) $jDi, Sffl(CT2. 5BfflSHR# L 

SXf-^ (3 00ml) SiDiflBrLfc. ^f^, 
m&X+b ( 2 0 0ml ) TttiBL. ^-LttiK 5 
%lg^7 h y ->A*J§?S, 5 %^**7 h y 

■c«ett». ?§«&®ES*tTtf<o^^^yy^y 

)VijyK7 D7h/77-(- (PKxf-^/ n -^-f 
y= 1/9TSHJ ) Z-mm-fZ ^fctCcfcO, x^7 - 

CN-yf-^-N- (2-tKDdfvx^-;p) rsy) 
- 4 - h U 7;U7fny j-fr- 1 H — f > H-;U- 2 -77 

iHnmr (CDC l 3 ) l.37~1.42(3H. m) , 2.8 
8(3H, s) , 3.23(1H, br-s) . 3.36(2H, t, J=4.62Hz) 
. 4.0CT(2H ( br-s) . 4.32-4. 40(2H, m) . 6.73(1H, 
d, J=7.92Hz) . 7.28— 7.35(2H, m) , H.73UH. br- 
s). 

(f) xf-/P7- CN-y^-N- (2-y^yx;^ 
x/u^i/xf-^) 75 y) -4-hy7/^oyf'^ 

f^7- CN-yf-^-N- (2-hHo^fxX7 v ;U) 

rsy] -4-h-y7^?royf-^-iH--f yh'-;p 

-2-^^i/5-h (0. 3 7g, l. 12 mmol) , H 
UX^rSV (0.2 5 g. 2.4 6imnol) St^rh^b 

ko77> (20ml) g-c^T-^aifc 
*>fe, imr. tfyz/w-iurayj h (o. i 4 
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g, 1.2 3wl) iWTFUz. SiJSm-18 13 

ft (30) It:. mSMi5%9aM^i-hV^J»*» 

a, 5 h v ^mmx-mtxfrk, 

WtrrteWCWkLti. shakes**-* Zblz 
£9, xf-^7- CN-.Xf-rt'-N- ( 2-X?VX)V 

^-^df^x-f-^) r$y] -a-yw)V*um- 

'Hnmr (CDC 1, ) 5 ; 1.40-1.43(3H, m) . 2.9 
7(3H, s) . 3.24(3H. s) , 3.49-3.52(2H, n) . 4.39 
-4.46(2H, m) . 4.51-4. 55(2H. a) , 6.89(lH.d, J= 
7.92Hz) . 7.33-7.40(2H, m) , 9.70(1H, br-s). 
[0 0 5 9 ] (g) x^-/l/2 . 3 -vt h'D- 1 
-7- Ml7/M-Q*f-/V- 1 H-fno C 1 . 2. 3 
-de] */*^i)y-5-#;t^fi^-h<0-£]£ 
xf-^7- (N-*f-/l^-N- ( 2-^^y^/^x;l/ 
«yXf;H 757] -4 - h V 7)V*uX+>V- 1 
H->(y^-;l/-2-*/^>'7-h (3. 15g.7. 
7 1mmol) . 6 0%*fH-fbt-hU'7i>. (0.3 1g. 7.7 
lmnol) RVN. N->^fvMv!/A7$ h* ( 2 0 On 
l) «ate*tsBSifcX lWBHWtLfc. 

T^n-yW^SISA-*-* £ tizi *) , , 3 - 

y't Ha- 1 -X^r)V-l- YV7)l*uXj->V- 1 H 
-Kno-Cl, 2, 3-de] *ydMryy-5-#/P 
*#^7-hSrf#7t. It* 9 1-92°C 
'Hnmr (CDC1 3 ) S ; 1.39~1.44(3H, m) .3.0 
2(3H. s) . 3.50(2H, t, J=5.28Hz) . 4. 34—4. 42 (2H, 
■) . 4.70(2H. t, J=5.28Hz) . 6.35(1H, d, J=7.92Hz) 

, 7.29-7.32(2H, i). 

[00 60] mM5 

xf-/l-5, 6-yhh'n-9-7^-;l/-4H-tfno 
C3, 2, 1-ij] */'Jy-2-*M^y7-N« 

Xf-;l/5, 6-v-'t Fn-9-7f-;>-6-^dfy-4 
H-tfnoC3, 2, 1-ij] *y'jy- 2 -#;y#* 
(1.7'0'g, 6.6 lmmol) RX/bVy/V^aW 
m ( 2 0ml ) oateft+fc. MUCT h 'JX^/I^y 
<3.0 7g. 26.4ramol) fcfiSTU:. &tKJ£?K£S 

(20) U ftaS^S: 5 %^K7KS7 h U »7 

oo'v^-c 5 %js^^- h u »> j*m®ximLxfrt> . * 

Rxf /IV n -^Jf-9-y = 3/97 TiStti ) THHSf-* 
ifcfcJO, Xf-^5. 6-y't h'D-9-^^-4 



H-fnnC3, 2, 1 -ij] *y'jy-2-#;^ 
x7-h$:0.87g#^. H£ 5 1-5 2°C ( n-^ 

*^y±93felr) 

■Hnmr (CDC 1 3 ) 5 ; 1.39-1.44GH, ■) . 2.1 

6- 2.26(2H, m) . 2.52(3H, s) . 2.92-2.96(2H, m) 

. 4.34-4.4K2H, n) . 4.52-4.56(2H, m) . 6.82(1 
H, d, J=7.26Hz) . 6.92(1H, d, J=6.92Hz) , 7.23(1H. 
s). 

(1) Xf-;U5, 6-^'th'o-10-^^/W-4H- 

7- te'bVC3. 2. 1 -hi ] 4 y V-fr- 2 -HlVft* 
i/y-b 

'Hnmr (CDC1 3 )5; 1.39-1.44(3H, m) . 2.0 
3-2.26(4H, m) . 2.49(3H, s) . 3.08-3.13(2H, n) 
. 4.36(2H. dd, J=7.26, 14.19Hz) . 4.74-4.78(2H, 
■) . 6.77(1H, dd. J=0.99, 6.92Hz), 6.9K1H, d, J= 
7.26Hz) s 7.26(lH,s). 

(2) x^/t-5. 6-y't Ho-9-7on-4H- 
trnoC3, 2, 1-i j ] dr/'Jy-2-#;^*y 
y-b 

VA 87-88-C (n-^*yy£mm&) 
'Hnmr (CDC 13)5: 1.39-1.44(3H,m). 2.17 
~2.24(2H,m) > 2.29~2.97(2H,m) , 4.38(2H,dd.J=7.26, 
14.19Hz) . 4.52~4.56(2H.m). 6.90~6.93(lH,m) . 7. 
03(lH,d.J=7.26Hz) . 7.27(lH.s). 

(3) xf-yl-5, 6-^'t Hn-l0-^oa-4H- 

r-fe'tryC3, 2. i-hiHyF-A-2-*w 

^ 4 4 -4 5'c ( 4 VT-n V)VT>Va-)VZ: 0 
B B B ) 

'Hnmr (CDC1 3 ) d : 1.41(3H;t, J=7.26Hz) . 
2.03~2. 23(4H,m). 3.08— 3.12(2H,m) . 4.36(2H,dd, J= 
6.93, 14.19Hz) . 4.76-4.80(2H,m)» 6.90(lH,d,J=7.5 
9Hz) , 6.98(lH,d,J=7.59Hz) . 7.31(lH.s). 

(4) X^5, 6-y'hHD-4H-T-fe'fy 
C3. 2, 1-h i ] VY-lV'-l-iilVif^i/y- 
V 

iHnmr (CDC 1 3 ) 8 : 1.40(3H.t, J=7.26Hz) , 
2.08-2.23(4H,m). 3.12-3.16(2H,m) N 4.35(2H,dd, J= 
7.26, 14.18Hz) . 4.74-4. 78(2H,m) > 6.95-7.02(2H, 
m), 7.24(lH,s), 7.42-7. 47(lH,m) . 
[006 1]##M6 

xf-;l/5, 6-yth'n-l0->f^-7-^y- 
4H-r-tftyC3, 2, l -hi ] >fyH-;k- 2 

(a) x^;H- (3-x^^^-^rot^) - 
4 1 f y 2-t])V#*i/y-Y 

0>$ij8L 

3^-JV4-*1-)V-l\{-4vY-)V-2-*}>\sX* : s 
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y-h (8. 5 0g, 41.8nolK 6 0 %%Mik-)~ h 'J 
tf.Ml.6 7s, 41.8miM>l) &tfN, N-^f-/U^ 

$ k ( 1 5 omi ) nm-smzm&cxmft (ejc 

&*<ig9!j8 £&&£-?) o^wcx^4-:/d 
*7>7-b (8. 16g, 41.8imio1) S-±12^ft* 
$^K27-2 9X:fc:T8B#B$#U:. R 

h y ^A^JKt^L-C*^*!*^-?/^ 

>-y*y;^7A^nvh^7^- (iixf;l,/n 
-A v d E -^y=3/9 7xi§tK) X'%m-&Zbl,Z£ 9, 
xf-;H- (3-xhJf^M-^7-ne/W -4- 
1 H— f yK-;U-2-*;^#v7-h2 , t# 

fc. 

'Hnmr (CDC 1 3 ) * : 1.21M.270H, m) . 1.4 
0~1.45(3H, m) , 2.04~2.19(2H. m) . 2.30—2.35(2 
H, n) . 2.56(3H, n) . 4.12(2H, dd, J=7.26, 14.19H 
2) , 4.33-4.4K2H, m) , 4.60-4.65(2H, a) , 6.91 
~6.94(1H, a) , 7.18~7.27(2H, a) , 7.34(1H, d, J= 
0.66Hz). 

(b) xf-/H- O-^^yrne/H -4-^^ 

x^-;H- O-xMrS^/MWfS'T'ottW) -4- 
^f-^-iH—f yh'-;w-2-^;^^v5-b (l 

5.4 s. 48. 5inmol ) . iftg ( 2 5 Oil ) 
it ( 1 2 5ml) *>8l£ttfc7 0~7 5K;{ra.5B*HWl 
f#U:. »G»Sraai4TJ(r»LT3&»4)**t:a*'.'» 
Kx^/W-CttitJ ( 20) Us. £7y*x7 
* (28%Ty^:~7^l 30mlt*l OOmliOP 
5?) TttfflU fc«lfc*«*3 5X*!rCpH-3~ 

feJUETfCKIl-r * dfctiO, x** 1 - ( 3 

^drvTot;!/) -4-^f-^-lH-^ 

2-#/M<*v'7-h£9.2g#rt:. 

lt£ 1 3 2~1 3 3X: (T-fehxhU/i^OSSSII) 

'Hn'mr (CDC 1 3 ) $ ; 1.42(3H, t, J=7.26Hz) 

, 2. 10-2. 20 (2H, m) , 2.40(2H, t, J=7.26Hz) , 2.5 
5(3H P d, J=0.66Hz) . 4.37(2H. dd. J=7.26, 14.19Hz) 

, 4.62~4.67(2H, m) , 6.92-6. 95 (1H, m) , 7.21— 
7.28(2H, m) , 7.34(1H, s). 

[00 6 2] (c) Xf-;U5, 6-y'tHo-lO-^f 
;W-7-^y-4H-T-fcftV C3. 2, 1-hiM 

y h'-;u- 2 -*;^y7-h^M 
SlWfcxy y ( 1 0 0 g ) &tf85%9/Cl! (10 0 
g) 0»£ttfc8 OTXTJMf Lfc. <Xfcx?-/H - 
(3-*my7DW) -A-Xj-)V-l\i-4V 
Y-,\,-2-H)Vi£*i/j-\' (8.50g, 31.3mmo 

l) *±ea^*+(cjni, 80-83'C(:tl« 
#U:. R£$£4 0'Car&»LTA^^£fln;u 
v'x^x-r^T-ttai (2®) Lfc. i*aj®5:5%& 



h 'J tf A*$§&, O^V *T 5 %igft7 r- »J tf A 

A.?n-?b?y7 4- (PSx^/n-^^y=3 
/9 7-CSUJ) ■C'mS-fl.Cttw.fcO, x^/U5. 6- 
i/'hKa- 1 0-^f;l/-7-^y-4H-7*'ty 
C3. 2. 1 —hi D 4 yh*-/U-2-^/P^v5-h 
£7.21gf*fc. 

HUS 9 6~9 7'C ( 4 77ntr^7A<3-/kfc OUtt 

B B B ) 

'Hnmr (CDC 1 3 ) 5 : 1.41~1.46<3H, m) , 2.2 
9~2.38(2H, m) , 2.6K3H, s) . 3.07-3. 1K2H. m) 
. 4.35~4.43(2H, m) , 4.81-4.85(2H. m) . 7.03(1 
H, dd. J=0.66. 7.59Hz), 7.44(1H, s) . 8.05(1H, d, 
J=7.59Hz). 

[0063] ##W6 fcSUriHfefciUtT , fcTFfc^ 

(1) xf-^5, 6-y't Hn-7-sr*V-4H-T-tf 
fcVC3, 2, l-hi)'fyH-;P-2-^^y7 
-b 

M£ 8 6-8 8'C ( A vru\C)V7)VO-)Vi. 
A) 

(2) lf;H0-?nn-5, 6-y'tHD-7-^ 
V-4H-7-fefty C 3 , 2. l-hiWyH-^-2 
-*my7-h 

Sk5 1 1 9— 1 20'C (-<vrotf;t'r;i/3-;i/ e kO 
IHSA) 

[0064] ##<?IJ7 

X^5, 6-y J hh'o-6-t h'ndfv—9-^f-^ 
-4H-tnaC3, 2, l-ij) *7 i )y-2-H)V 
X*isy-Y<7y&®. 

Xrf-)V5, 6-^^0-9-^^-6-^7-4 
H-eaaC3. 2. 1 -ij] * /y>-2-*;W«* 
^7-h(3.00g. 11.7ool) &rh5tHu79 

y ( 2 Omi ) wx? y-;K 8 Omi ) £7)ii-^?g+(cJp 
iT*»^, RC^SrO'CtT'^aiLTt. DtC»^ 
f^i-h'J^A (0.4 4 g, 11.7mmol) ^Jni. Sfefc 
0"C(CC 1 Bffl8«¥ Lfc. RfEJS^JgET^TSffiL-C 

f-*T»ffl (20) L, ^-U«:*«l*5X«ft-th 
'J >7 LT*» 6 , H*W»V/* v "7 AT'fe^ 

7i?07h/57<- (»i?x^/n-A > df-9-y= 
l/9T»aj) "Cflm-fSCttiO, Xf-/W5. 6- 
yth'D-6-t Kndf>—9-^f-;l'-4H-tno 
C3. 2. 1-iJ] =¥7 , jy-2-^^ d fv7-hSr 
2. 4 0 gft^c. 

'Hnmr (CDC 1 3 ) * ; 1.40-1. 45(3H, m) , 1.7 
4(1H, d. J=4.28Hz) , 2.17— 2.39(2H. m) s 2.55(3H. 
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s) . 4.39(2H, dd. J=7.26, 14.19Hz) . 4.42-4.52(1 
H, m) . 4.77-4.86UH, m) . 5.05-5.08UH, m) . 6. 
90-6.93(lH, 7.18(1H. d, J=6.93Hz) . 7.28(1H, 
s). 

mm 8 

a) xf-;l^3- (3-7;Wo-2-^f/l-7i^) 
-2-7y'K7n^yx-hcD^j£ 
^hU^AXh^-xH (ll. lg, 163mmoi) <OX?y- 

^ (loomi) mm* -45'ca-ettai lt*»4> . 3-7/1. 

^■o-2-^f;KyX7^fbK (9.00g, 65.2mmo 
1) fcitXT^'KP^Xf-^ (21. 0g, 163mmol) Wff- 
7tKo77> (30ml) »»n&»9>-5<9i:SSTU!. $ 
<?t-35*C*»<?> 5 BflSfeWt -l<TC*?KJ6iftK£±ff 

-•7 a*»jko^v >t 5 %$nt*- h u j**mmxim 

74- (iWRxf-;W/n-^^>-3/97T»ai) "CSS 
g-f&.ri(cJ:9, xf-^3- (3-7/M-n-2-y 
f-^7 x x^ ) - 2 - T v N* x- h £ 10. 0 g# 

fc. 

b) x?-/W5 -7/^0-4-^^- lH->fy H- 
;i/-2-^;u^v7-h^)S; 

o-*vUy (500ml) tJWPT, lKTCS-CJlflRLT** 
xf-;P3- ( 3-7;^n-2-yf-;U7xx;k) 
-2-T^HTo^.7X-h (lO.Og. 40.1mmol) CDo 
-*->U> (100ml) mWLZ*Pr>< *)bf&Tltz. 

( 6 omi ) frbw&Sithz tizi. 9x^5 -7;m- 

1 H-4 y 2 -rt^**^? 

-h£3.58gf#£. 
11* 148-149°C 

'Hnmr (CDC1 3 ) 8 ; 1.43 (3H, t, J=7.26Hz), 2.46 (3 
H, d, J=1.98HZ), 4.38-4.46 (2H, m), 7.01-7.08 
(1H, m), 7.16-7.26 (2H, m), 8.99 (1H, br-s). 

flZLfz, 

(1) Xf;1.4, 5-y'7;WD-lH-^fyF-^- 
2 - tilVX* i, y-h 

WA 174-175°C ( ^'X^/UX— r)V/ n - V<7) 

(2) ^>V5-9uu-4-*j-)V-\}\-AvY- 
)V-2-i])VK*;i/y-Y 

BA 169-wc ( -< y 7*n tvur/pa -;PJ: 9 SIS 
A) 

(3) Xf-;U4. 6-5/>^-lH— fyK-^-2 



Uu5 116~118'C ( 5>4 yrnttH-f/l/J: 9S& 
A) 

(4) x*/U4. 5-y?on-lH-fyH-;l/-2 

Ibft 75-77'C ( 4 V 7*n t;ur^a-^ J: 0 B&A ) 

(5) Xf-/W4-?oo-5-y h*v-lH-4 
-/P-2-#/M^7-b 

ibS 176-177'C <>f WuWTlVn-lVS. m& 

A) 

(6) X^;W6-0'v ? ;U3t#>'-4-^on-lH- 
4 y F-/W- 2 -#A-;i«r-y h 

fflU5 152-154-C ('(ymifA'T^a-^OWl 
A) 

[0 06 5] HiSMl 

N- (TSy-f Sy^^P) -5, 6-y'tKo-9- 
>f^-6-^V-4H-tnn C3, 2, 1-i 

j ] ^yyy-2-^^^-t$ y • xfyxuxy®. 

[fcl8] 



Me 




• MeSQjH 



Xf-^5, 6->-'h Fo-9-yf-;i/-6-^y-4 
H-rh*noC3, 2, 1-i J] #yyy-2-*iWK 
*y?-h (0.65g, 2.53mmol) , ?T- : JV ■ 
(1.21g, 12.6mmol) . D72>y K (0.68 
g , 12. 6mmol ) #tf N , N - io* f-/l/*;WAT $ H ( 3 
5ml ) ^ffl-^iftiSfflCT 1 8«*ia«ff U:. 

as 00) u ftrtis^jg^hu^A^^-ca 
ffe*-rsckt:j:o. UN- (rsy^fsyy^) 

-5, 6-xhFo-6-^y-9-yf-^-4H- 
tnaC3, 2. l - i j 3 *y y y- 2-*;^*^ 

^at^y^yx^yi? (0.47g, 4.89mmol) c7)?I^5 

fcfciO. n- (rsy-^ syyf-zi/) -5. 

Kn-9-yf-;l/-6-jr^y-4H-too C3, 

2, l-i j ) *yy y-2-*;M<*-ts K-y^y 
^;^yigJS (0.57g ) *%tz. MjA 2 6 7-2 6 8 

*C (7>fl?) 
C0 066] 

n- (rsy^f syy^-;u) -2. 3-xhh*u-7- 

yf-;U-tnn CI, 2, 3-deJ-l, 4-KyX 
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[ftl 9] 




MeSOaH 



x^2. 3-yt Fo-7-y?7W-£no C 1 . 
2. 3-deH-l, 4-^yXjj-df-t^>-5*;^-K 
^-s^-F (0.60g, 2.45mmol) . • SKiS 

(1.17g, 12.2mmol) . FUtfJOt F*^F (0.66 
g. 12.2«mol) Rt/N, N - i/X -f-)V-fc>VJ±T S F (3 
0ml) £ff!V\ H^Jl^ffit^C-CRJCrff^^, 
N- (TSy-T §y^f-^> -2. 3-vtFo-7- 
**7W-Kon CI, 2, 3 -de] -1, 40X^ 
*Wv-5-*>i'X*<r$i F • yyy*;i^y&« 

(0.55g) ZWt. HA 2 6 8-2 6 9'C (#8?) 
[0 0 67] HSfcflD 

N— (T57-f SyyfvP) -5. 6-vhFD-4H 

-troDC3, 2. l-i j ) */yy-2-#;M<* 
■9-5 F • yyy.xA-*yl!i£<o-£fi!c 

Ufc2 0] 



MeS0 3 H 



xf-/U5, 6-i-'t Fa-4H-tfoa C3, 2, 1- 
i j } ^•y'J>'-2-^?Kdfi/7-F.(1.00g 1 4.36 
mmol) , ?T- : Jy • igKS (2.08g, 21.8mmol) . t 
FD^Ay F*^F (1.18g, 21.8mmol) &tfN, N- 

x'y j-iviuvhrr s F ( 3 Omi ) mtflaj i <vn 

-5, Fo-4H-tno C3, 2, l-i 

j ) ^/yy^-tf/M^-FSF • yyyx;u*y& 
£(0.43g) WA 2 3 3-2 3 4-C (#JB) 

[0068] Hif4^]4 

N- (TSy^f Syy^U) -2, 3-^hFn-2- 
^V-lH-tfDD Cl. 2, 3-de)^W 
y- 5 F • 

[€2 1] 

f< Sf N: n 

,NH 2 

• Ha 




HN^J O NHj 



-J-Fl/^Ay F*vF (3.05g. 56.5mmol) . yyy- 
;W (60ml) fT-iSV ■ (5.39g. 5 

6.5mmol) iMl. M&ZX 3 0#HW«# Lfc. Wffi L 

h Fd-2-jT^V- 1 H-foo C 1 . 2, 3-d 

e} *y*-t';y-5-#/i^*:/7-F (i.38g. 5. 

65mmoi) &Jnir*»fe*»»(!0^^y-/l'*JSEES*L 
fc. »S>*ifcBHE£ 1 3 01CKT S^iaM^tT* 1 

xf-^TKMB (30) L, ttffl»E£*av>UTa»$>as* 

m&7*^Kx*&Mk. mmzmszix. 

uitoVK/* ? S-)\,= 9 5 / 5 TiSiiJ ) " XWWtt I -I 

tfciO. n- (rsy-f syyf-zi-) -2. 3-vt 

FD-2-^y-lH-tfDO C 1. 2. 3-de] 

-fC-^^Ja-fbK^/y y y-^-cJgjgigft-r 5 c 1 1 <t 

0. N- (T5y-f 5yyf-yW) -2, 3-^tFn- 
2-^V-lH-tDD Cl. 2, 3-de]^ydf 
Hf'J y- 5 -#;W;JW$ F (1.19g) £f# 

fc. M£ 3 2 8~3 2 9*C (##) 

[0069] utm 1 wmzm txmzn\>\ ar 

n- (rsy-f syy-M-) -2. 3-^'t fd-i- 
yf-7U-7-F'jy;^o^-?-^-iH-tDo Cl. 
2, 3-de] ^yjf-f uy-5-^/u^-9-s f yy 

[€2 2 ] 

CF 3 



MeSOaH 



SUA 2 1 1~2 12*C (4MB) 

mmme 

n- (rsy^f syy-f^) -4. no-tro 

nC3, 2, 1-hi) -f yF-^-2-^/^^5 F 

■ yyy;uu*yi§Jg 

[fc2 3] 




r 

NHj 



NH 2 



•MeS0 3 H 



SJU^ 2 5 7-2 5 8-C (^») 
HMW7 

N- (TSy^f 5yy^) -5. 6-vhFo-8- 
yf-/l^-6-^y-4H-tnn C3. 2, 1 — i jD 
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*y v y- 2 -#/m*=w h • y * >Afr*>mi& 

Ut2 4] 
Me> 

>c-" > 

N NH 2 
Q T -MeSC^H 

2 5 7~2 5 8*C (#8?) 
[0 0703 HS60IJ8 

N- (TS/-f Sy-X^/t--) -5, 6-^'tHn-7- 
^f^-6r^V-4H-enn C3. 2, 1 — i j 3 

* y y v- 2 -^/ww $ h' • y y yx>v*ymu 

Ut2 5 ] 



MeS0 3 H 



BUS 2 84-2 8 5r 
»fe#J9 

N- (TSy-f S yy^/U) - 5 , 6-y'h h'D- 1 - 
y^-6-^V-4H-h"DO C3, 2, 

=3fyyy-2-*;^^-f5 K • yyyy/i^yg^ 

[lfc2 6] 

,M9 





MeSOjH 



Ulfc 2 5 1~2 5 2*C 
£ftft 1 0 

n— (rsy-f syy^) -5, 6-s;th'n-9- 
>f;i/-4H-eDD(3, 2. i-i.n^yyy-2 
-^#^5 f • y ?yx/i/*ygs£ 

[fc2 7] 

Me 




2 4 7~2 4 8°C (KM) 

[0071] mmm 1 1 

N- (TSy^f Syyf-/!/) -5. 6-y'hKn-10 

-yf-^-7-^-^y-4H-r-fe'hv C3, 2. 1- 
hiD yh'-;u-2-*;^-K^5 H • y^yy/i^y 




MeSOaH 



2 6 1-2 6 2X; (#B¥) 
H»12 

n- (rsy-f 5yyf-;w> -5, 6-^'tKo-io 

-y^-;P-4H-T-fe'^y C3. 2, 1-hiMyF- 

;i/-2-^;P^-t5 K • y yyy;w*y®ig 
Hfc2 9] 





[ft2 8] 



MeSOaH 



WUS 2 4 4~2 4 5^C (#8?) 
SSSI1H13 

n- (rsy^rsyyw -5, 6-vt fq-6- 

3MfV-4H-Kno C3. 2, 1 — i j D *J Vy-2 
UC3 0] 



MeSOgH 



MA 2 7 3-2 7 4r 
[0 07 21 H6S0IJ14 

n- (rsy'f 5yy^) -1 0-700-5, 6- 

ytb'D-7-^V-4H-7-t:ty [3, 2, 1- 

hi] 4yY—t\/-2- irfrrt*-? 5 h • y y y*;u* y 
[fc3 1 ] 



MeSOaH 



MIA 2 7 6-2 7 7-C (#fl?) 

n- (rsy^f syy^) -5. 6-ytb*o-7- 
jj-df.y-4H-r-fe'try C3, 2. 1 —hi 3 -f y*->i> 

-2-#/M<=*ir$ H • y 9yx>\,*yW& 
[fc3 2] 




(41) 



WSW 10-237073 




•MeSQjH 



S££ 2 6 6-2 6 7-C 

mm 1 6 

n- (75/4 s^f-no -9-?od-5. 6-v 

hh*o-6-3fdfV-4H-toa C3. 2, 1-iJ] 
Ht3 3J 



CI 




•MeSOgH 



Hbft 2 7 8-2 7 9*0 (4MB) 
[00733 mifll 7 

N- (7S/4 $77^) -5, 6-yt Fo-9- 
>f/l'-6->N^y-4H-tDD(3, 2. 1 -i 

[ft3 4 3 



Me 




(a) x^-5, 6-vtl«o-9-p<f-;l/-6-Xh^ 
^-4H-lfnnC3, 2, 1 -ij} *yy>-2-a 

XfVU5, 6-y'hKD-6-t^DJfy-9-^fyl' 
-4H-fnnC3, 2, 1 -ij] *J ^V-2-tj)V 
X*isy-\> (0. 5 0g, 1.9 3mmol) , 6 0%*JWfc 
7HJ«7A (0.08g, 1.93nmol) Mfh7th'D 
7C£#«T (C 15 H 18 N 4 0 2 • CH, 

[H293 



77> ( 2 0ml ) Sfflfc-CJHffT. 3^ 

*LXf-/M0. 5 5g. 3.8 6mnol) SrSTFU Sfcfcg 
iaicT2«SIBIJ»FU:. »Ux^ 

*tmb ( 3 in ) u fo&m 5 %m* v y 

LTf# 6iTJt»aE«r x 'J a^Atf 5 A? 

□7h/77-(- (m&m->\,/n-'\* j iry=5/9 

Kn-9->f^-6->^y-4H-tau C3, 
2, 1-ij] dr/yy-2-^#df>'7-h2:0.3 1 

'Hnmr (CDC1 3 ) d ; 1.420H. t, J=7.26Hz) 
. 2.09-2.2K1H, ■) , 2.40-2.49(lH, m) . 2.55(3 

H, s) s 3.39(3H. s) . 4.31-4. 42(3H. m) . 4.50-4. 

52(1H. m) . 4.82-4.90(lH, to) . 6.87-6.90UH. m) 
. 7.1K1H, d, J=6.93Hz) . 7.27(1H, s). 

(b) N- <7$/-f $y*-7-A-) - 5, 6-^'hh'D- 

9-7^-6-J< h*v-4H-eao C3, 2, 1 

— ij d *svy-2-*7j\sX* j r$. h • y^y^i^y 

6-^*fcHo-9->f-/W-6--?<h^y- 
4H-eaoC3. 2, 1-ij] ^yyy-2-^;^K 
*>"7-b (1.20g, 4.39mmol) „ /7-y>'(g 
(4. 19g, 43. 9mmol) , •fhV'JJ** h^fxh' 
(2.37g» 43.9mmol) , N-v^fVl^/k^ 

tsf (6 0mi) mmmwumzmixm 

£ffV\ N- (T^y^f S^*?*) -5, 
0-9-7^-6-/. h^fv-4H-tno C3, 
2, 1 -ij} df/'J y-2-^^-^5 K • *9VX 
Mb y&ig fcfcfc . ( L , *fk*«ttf' F 7 h Ho 7 

) . 

'Hnmr (DMSO-d6 ) 5 ; 2.06-2.15QH, n) 
. 2.24-2.4K4H. a) , 3.3K3H, s) , 4.18-4.28(1 
H, m) , 4.53-4. 56(1H, n) , 4.69-4.75UH, m), 6.9 
5(1H, dd, J=0.99. 6.93Hzh 7.20(1H, d, J=7.26Hz) 
. 7.50(1H, s) , 8.3K4H, br-s) . 11.18(1H, br-s). 

0 3 tlx) 



C H N 



tttttt (%) 50.25 5.80 14.65 

{%) 50.01 5.88 14.34 

[00 743HMM18 

N- (7S/4 =/*fvt<") -5, 6-y'tHu-6- 
4 Vrn^v- 9-7^-4 H-t?ao C3, 2, 
1 - i j ] *J 'J y - 2 -a/UK*? S K • 7 

C<t3 5] 
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■MeS0 3 H 



x^P5. 6-yhFn-6-tKn*j/-9-^frt' 
-4H-t'nnC3, 2, 1 -ij] *y yv-2-*A< 
tti/J-Y (0.7 0g, 2.7 0mmol) . • 
i£I8& (2. 58g. 27.0mmol) , !)?A> 
h'(1.4 6g, 27.0nuK)l) 0N, N-^f-zMvP 
ATS H (4 0ml) *fflV\ SBfcWl fCR 

Efcffvv fflN- (T$y-f syyfvw) -5, 6-x 

t h'o-6-h h'odfv- 9-yf-^-4H-h'on 

tz. c\<Mt&k*x9vx>v*vm d.o «) cm yr 

7»^*f (C 17 H 22 N 4 0 2 • CH 4 

[H3 0] 



n\£)VT)V3-)\s ( 5 0ml ) 6 O'C 

fc-C3 0$HB»#U:. <tt=RiS«***fc:&*\ 2 8 

Tttffi (30) U tta}«£5%*fc*M;*2>**« 

7h/57-f- (;no*/U/^^/-;l/= 9 7/3 
•C83J) T«W*Ci:feJ:9, N- (75/4 Sy* 

^f;H4H-tDD C3. 2, 1-ij) #yyv-2 
-*A'!i«Mf5K*0.3 7s#fc. ifUH^tFn 

(0. 29g) •C«^ittctO. N- (TS 
y-f$y^f-;P) 5, 6-y*tKn-6->fyrn^ 
■/-9-^f^-4H-fnn C3, 2. l-ij^y 
U y- 2 -#/M«MJ- 5 H • -X ? v^/i^yRJgSf* 
fc. 1 6 2-1 6 3°C (4MB) 
S0 3 fcl/C) 





c 


H 


N 


IhSfi (%) 


52.67 


6.38 


13.65 


aause (%) 


52.33 


6.42 


13.36 



[0075] mm i <o*ftcn» trac^firvv jar 
izTjktmmm 19-21 *>fc£*j££js u:. 
hmm 1 9 

N- (T5y-f5/^^) -5, 6-vbh'u-9- 
?aa-4H-ton C3, 2, 1 - i j ] 3V D V- 



CI 




•MeSO a H 



SL6 2 6 7-2 6 8°C (*&tM y7ne^7^3- 

mm 20 

N- (TSy-fSy^f-yP) -5. 6-xhh'o-lO- 
?nn-4H-7t'ty C3, 2, l-hiH^F- 

Hfc3 7 ] 



CI 




•MeS0 3 H 



Si* 2 4 4-2 4 5*C yrnt^W- 
HJ6W2 1 

N- (75 74 S^***) -5. 6-vbKn-4H 
-7-te'bVC3, 2, l-hi)^Hl'-2-# 

[<fc3 8J 




2 4 0-2 4 l'C 

[0076] mm22 

N— (75y-f 5/yf-^) -5. 6, 7. 8-rh7 
hh*n-ll-^Dn-8-^y-4H-TV'^y 
C3. 2, 1-hi) -f>K-;>-2-^mSK 

[£3 9] 



(43) 



0-237073 




MeSCVjH • H 2 0 



(a) xfyn- (4-xhdfv-^;^-;t/rf-^) - 
4-^QO-lH-'fyK-^-2-^;U^v7-h 

x.^)VA-?uu-\\\-4>Y-}\,-'l-i])\/if.*is 
y-Y (8.85g. 39.6mraol) . 6 0%*sgft7hU?A 
(1.58g, 39.6mmol) , 5-7n*«*Rxf-/l/ (9.10 
g, 43.5mmol) SIA'N, N-5/*f7Mvk&7S H (1 
0 0ml) £JflV\ ##016 (a) fc^Lfclfr&(C*fcT 

,-Jf-^yf-^) -4-7DD-1HH >-K-;W-2- 

iHnmr (CDC 1 3 ) d : 1.20M.25<3H.m) . 1.39 
M.45(3H,m), 1.62~1.89(4H.m) , 2.32(2H.t.J=7.26H 
z) . 4.10(2H.dd,J=7.26. 14.19Hz) „ 4.34~4.42(2H, 
mh 4.54~4.59(2H,m). 7.13(lH,dd,J=1.32, 6.93Hzh 
7.20~7.30(2H,m). 7.38(lH,s). 

(b) XfvH- {4-1Hfl,i6X*s7+fr) -4-9U 

xf-;H - ( 4 - x h * v# /U*'x/U:7>;U ) - 4 - ? 
00- IH-jy K-/U- 2 ^7- h (12.50 

g , 35.5mmol) . ftft ( 2 5 0ml ) R(/3 0%«g? ( 1 
2 5ml) ##M6 ( b) fcjSLfcSrffifcKS&T 

f-/P) -4-^oD-iH-^yb--^-2-^;^^f 
v7-h£9.10gf#£. Ifaft 93~94°C (T-teh- 

'Hnmr (CDC1, ) d : 1.39-1. 45(3H, m) . 1.63 
M.92(4H.mh 2.39(2H,t,J=7.26Hz) , 4.34~4.42(2H, 
4.58(2H,t,J=7.26Hz) , 7.14(lH,dd,J=1.32.6.93H 
7C5&#&T (C 15 H 15 C 1N 4 0 2 • 

[£3 1] 

C 



zh 7.21~7.30(2H,m), 7.39(lH.d. J=0.66Hz) . 
[0077] (c)xf-;W5, 6, 7, 8-f^7tK 
n-ll-?oo-8-**y-4H-7y*W C3. 
2, 1-h i] ^H-;l'-2-^iH^?-h^ 
* 

xf-/H- (A-tJUtti/y'+JU) -4-?dd-1 
H _^y K _ ;l ^_2-^;^dfi/5-h (9.00g. 27.8 
mnol) . EiHtZ'J y ( 1 0 0 g) Rt/8 5%'J 

(lOOg) £fflV\ ##0|6 ( c ) t^L7t*ffit?f6 
tTRJE5S•^T0C:tCJ: , ), 6. 7, 8-r 

hyt h'o-ll-^DU-8-^V-4H-ry^/ 

C3. 2, 1-hi ]^H-^-2-*;my5- 
h£6.50gf*fc. 9 5-9 6'C (>f yroK/WT 

'HnmrlCDClj ) $ : 1.41M.46(3H,m), 1.76 
M.84(2H,m). 2.04-2. 13(2H,a) . 2.80-2. 84 (2H,mh 
4.40(2H,dd,J=7.26. 14. MHz) . 4.55(2H.br-s). 7.18 
(lH,d,J=7.92Hz) , 7.25(lH,d.J=7.59Hz) . 7.45(1H, 
s). 

(d) N- (75/4 SS*^) - 5, 6. 7, 8- 
7C3, 2, l-hi3-fVK-/l'-2-;&;MMMf5 

xf-;l/5, 6, 7, 8-f-h7bKD-U-^on-8 
-3r^V-4H-7Vvy C3, 2. l-hiHVH 
-/l/-2-*my7-h (l.OOg, 3.27mmol) . 7 
h'J^A^hdfv-h* (3.53g, 65.4nnnol) „ 77x$/y 
• i&Sfig (6.25g. 65.4mmol) J^N, N-v^^tf 
;UA7S h* (8 0ml) £JBV\ gttfcffll 1 tc^ t^ffiC 

SfcaB&ff^fcfci'j, n- (75y-fsy^f- 

)V) -5, 6, 7, 8-rb7t HD-ll-^on-8 
-;*-*y-4H-7yw C3, 2. l-hi)^F 
2 -^^#-9- 5 b' • * ? yxyU*yl^g • 1 * 
Wft*0.76g#fe. Ul£ 14 4-14 6X: 

CH, S0 3 • H 2 OfctT) 

H N 



mm {%) 
mm (%) 



44.40 
44.45 



4.89 12.94 
4.84 12.87 



[00 78] HSS0I2 3 

N- (7574 5/>f7U) -5, 6, 7, 8— rb5 
t FD-U-;nn-4H-7/W C3. 2, 1-h 

UtA 0 ] 




• MeS0 3 H 



<a)xf-/U5, 6, 7. 8-f hyt Fn-ll-?n 
o-8-t KodfS/- 4H-7yxy C3, 2, 1-h 



(44) 



#13^10-2 3 7 07 3 



xf-^5. 6, 7, 8-f h7t h*n-ll-7na-8 
-^V-4H-rrS// C3, 2, 1-hiHVF 
-)\s-2-#A'#*i'7-h (1.20g. 3 .92iniD0l) . * 
(0.15g. 3 .92mmol) , X?/- 
)V ( 1 5«1) 3t^F9t Hn79^ (10ml) Srffl 
V\ ##M 7 fc* LtzWilzm tTRJEfcfr 3 £ fc J: 
0,x-f/W5. 6, 7, 8-rh5th'n-ll-?an 
-8-hh'n3-^-4H-7VW C3, 2, 1 -h 
i 3 4 yH-/W-2-^;^dr^5-h0.77g#Jt. 
iHnmr (CDC1 3 ) 5 : 1.42(3H.t,J=7.26Hz) , 
1.54~1.89(3H,mh 2.09~2.38(3H,m). 4.32M.40(3H. 
■L 5.35~5.44(lH.mh 5.90(lH,br-s) . 7.09(lH,d,J= 
7.91Hz) » 7.34~7.38(2H,m). 

(b) Xf-/U5, 6, 7, 8-fb5t Fa-ll-?o 

0- 4H-TVv-/ C3, 2, 1-hiMVK-^- 
2-^/^^^7-h^^ . 

xf-/U5. 6, 7, 8-rh7t Hn-ll-^ao-8 
-th'a^fv— 4H-7 x /y/ C3, 2, 1-hiW 
yh'-;U-2-^;P^v7— h (1.23g, 4.00mmo 
1) . hUX^i^y (1.02g, 8.79hudd1) RVhV 
Vl^uW®. ( 2 5ml) £fflV\ ##W5K*Ufc*ft 
tcmtTRJCSrfifdvlfctJ: 0. 6, 7, 8 

-rh7hHn-ll-^nn-4H-TVvy C3, 
2, 1-h i ] -f yF-/W-2-#/M<*v'7-F0.84 

'Hnmr (CDC1 3 ) S : 1.23~1.45(5H,m) , 1.86 
~-2.05(4H,mh 3.27(2H,br-s) . 4.33~4.41(2H,m) , 5.0 
l(2H,br-sh 6.88(lH.d,J=7.59Hz) , 7.01(lH,d, J=7.59 
Hz) . 7.35(lH,s). 

(c) N- (TzSJ S.S*J-fr) - 5, 6, 7, 8- 
fh5t Ka-ll-^no-4H-TVv7 C3, 2, 

1- h n 4 yF-;u-2-#/i^^$F 

x-f/U5, 6, 7, 8— r h^fc Ho-11-700-4 
H-7VWC3. 2, l-hi)^H-^-2-* 
)\s#*isy-h (Q.Ms, 2.88mmol) , 7h lOA* h 
(3.11g, 57.6mmol) , 7T-Vy ■ WMU (5. 
50 g , 57 . 6mmol ) &IA'N , N - f-/MvPA7 5 F 
(8 0ml) HJSMl^Uc^^SCCR^ 
£fir-3v:fcfcJ:9. N- (7$/-rS/*^) -5, 
6, 7. 8-rh7bHn-ll-7nn-4H-rV^ 
7C3, 2, l-hi)^H-;l^-2-Al'm5 
H • -X fyXlV-fcVWm.Vl S'&K.. WA 2 6 3-2 

6 4'c (*z«m o 

[00793Hit^J24 

N— (75-M 57^f-^) -5, 6-y'hKQ-U- 
?nn-4H-7/W C3. 2, l-hD^F- 



[ft4 1 ] 

Ct 

OUkrV NH * 

/ \ n J -MeSOaH 
\\ / O NH 2 

(a) Xf-/l^5. 6-vhHo-ll-?nn-4H-T 
7v/C3, 2, 1-hi J 

Xf-/P5. 6, 7, 8-fb7t Ko-ll-?OD-8 
-fc Ko*x-4H-7V*W C3, 2. 1-hiM 
yh'-;l—2-*/^ d f>'7-h (0.70g. 2.27mmo 
1) . hUxf-^TSy (0.61g, 6.00mmol) RtfrF 

7tHn77y (3 0mi) oa&»*-2 0ic*-c»a 

(JWrT) LT*^, W&fVXMb^ (0.31g, 
2.73mmol) SrSTFU:. MTKTflL m&S&m&t 

taas (20) u f u *? j^mm 

(a«xf-;W/n-N^>-2/9 8 
"Cjtaj ) Tfl»f 6 C t J: 0 . x^/l- 5 . 6 - S/t H 
n-U-;nD-4H-r/W C3, 2. 1 -h i D 
^>F-;l—2-^^v'7-h0.63gff^. Mjft 

8 9-9 o°c M yrntvuT^3-;p«k DSMS) 

'Hnmr (CDC 1 3 ) 8 : 1.3 M.6(4H,m) . 2.0 
-2.4(3H,m) , 4.38(2H,dd,J=7.26, 14.19Hz) „ 4.6 ~~ 
5.0(2H,m) . 5.68~5.78(lH,m), 6.77(lH,d, J=11.21H 
zh 6.93(lH,d ( J=7.91Hz) . 7.07(lH,d,J=7.91Hz) , 7. 
35(lH,s). 

(b) N- (757-f S./y<^JU) -5. 6-ytHo 
-W-tuu-AH-TVisJ C3, 2, 1-hiM 

£l£ 

X^5, Ho-11-^qo-4H-TVW 
(3, 2, l-h i D -iVY-JV- 
V (0.60g, 2.07mmol) , -thV^^h^^Y (2.24 
g, 41.4mmol ) , ?TZ&V • SiStS (3.96g , 41.4mm 
ol ) aVN , N-i^^UiiVtrATS F ( 7 0ml ) Srffl 
v\ HMWl^t^^CJPfCffdCfctiO, n 
- (75/^57^^) -5, 6-^*tKn-ll-7 
oo-4H-rV^7 C3. 2. l-hi)-(y 
-2-^;U^-^5 H • ^^yx;w*yi|ig|r0.72gf# 
fc. Wb« 2 3 1 -2 3 2'c (*a^ ymt/wr/u 

3-;^l^?f^J:0W^) 
[0080] H5tW22W*^C^ tTRKtff*^, W 
T(C^r^MM25-32^k^ft $r-^JS Lfc . 
^Jb^J2 5 



(45) 



HfHWl 0-237073 



N — (TSy^f = yyf-/W) -5, 6, 7, 8-fh7 
tHo-lO-7/WD-l l-^f-;P-8-^V- 
4H-TV^yC3. 2. 1 -h i M yK-/u-2- 

UtA 2 ] 

Me 



•MeSOjH 



KjK 277-278-C (#JB) (*/>f 

N— (TSy-f 5/^^) -5, 6. 7, 8-fh7 

tHD-i i-^f-;u-8-^y-4H-ry*v>' 

C3. 2. 1-hi) -fyH-A-- 2 -#;I^Mf$F 
[ft4 3] 

Me 





ttb£ 283~284°C (*/•* 77*nt/!/7*;Uri- 

[0081]^Ji^J2 7 

N- (TSy>f $/^<f-;W) -5, 6, 7, 8~fh5 
tHn-10. ll-i''7;Wn-8-^y-4H- 
7VWC3. 2, 

H • ^^yxMyiig 

C-ft4 4 3 



MeSQjH 



tt£ 278 °c Mm (*/4 V7"pt;ur;u3-;K0 

£ftH2 8 

N- (T5y-f -5, 6. 7, 8-f h7 

t Fn-l i-7Wo-8-^y-4H-7V'W 
C3, 2, l-hiH>K-yP-2-«tiF 

(£4 5] 





MeSQjH 



Kt£ 244-246'C (#8?) (** 0HISA) 
HSfc0!l2 9 

N- (TSy-f 5/^f-;W) -5, 6, 7, 8-rb5 

tKo-i o-?dd-i i-yf-^-8-^y-4 
H-ry^yC3, 2, 

/i^*"75 F • ^^yxMyls 

[ft4 6 ] 

Me 

Ci> 




■MeSOgH 



116 3orc (#&?) (*/^yrotf^7^3-;^ 
mm 30 

n- (r$y^5yy^/u) -5. 6, 7. 8~?F5 

bh'o-9, 1 *■/!✓- 8-"*+V-4H-7V' 

WC3. 2. l-hi)'fyh'-^-2-^t 

5 H • j*?yxji>-fc>m& 
Ut4 7 ] 

Me 



Me' 
O 




N NHa 
O L 2 



SL& 234~236°C <#») (*/4yrntf/|/7VUa- 
JUttttffJIJ: 0Ste B a B ) 
HS6W3 1 

N— (75 y^f 5 yy f*/l^) —5, 6, 7. 8-fF? 
tHn-10. 1 l-^on-8-«y-4H-7 
Vvy C 3 , 2, i-hi)-(y h-a— 2 -tf/Mf* 

F ■ *9VX)V*>ffi& 
[-fb48 3 

q 

a. 



MeSQjH 



Hftj^i 297*C(#A?) (7K/>fyrntf;U7/l/3-;K^ 
[0 08 2] HM^3 2 




(46) 



#U¥1 0-237073 



N— (7S/-f S/*^) -5, 6. 7. 8-Thy 
4H-TVvyC3, 2, 1-hi) 4>Y-)V-2- 
[ft4 9] 



a 




■MeSOgH 



Bd£ 275-276°C (4MB) (*/W y 7*0^7^3 - 
HJS#J3 3 

N- (T5y^5V^f-;W) -5, 6, 7, 8-fb7 
tHD-1 l-^nD-8-tb*odfv—4H-ry*y 
7C3. 2, l-hiHfb'-A'-2-#A*W 

C-fb5 0] 




■MeS0 3 H 



HJ&0IJ23 (a) |CfcWC*6*lfcxf^5, 6, 7, 8 
-fh7tHo-i l -?nn-8-t KnJfy-4H 
-7VW C3. 2, l-hiMVK-A'-2-;&A' 

N- (TS/^5/^^) -5, 6, 7, 8- 
f h7tKo- 1 l-?DD-8-hFDJfy-4H- 

ryv-y C3. 2, i-hi]^F-;k2-*^ 

4MfS K ■ ^;>^>B(K1W:. MA 238-239 
A) 

[0083] I06W34 

n- (rsy-f sy^f-n^) -4, 5. 1, 8-f-hy 

tHn-1 l-^tf-A'-8-**y-too C3, 2, 
1-kl) <>-y C e 3 C 1 , 4) 2 - 

[ft5 1] 

Ma 



a)xf;K2-'<yi'7l'^>'Xh^y) 7-tef— h 
X.j-lsy?V a-fr^SKyi/frX-TiU ( 3 6ml , 25 



2mmol) , 6 0%7kS-(t^b'J'7A (ll.Og, 275mmol) 
.RtfN, N-v^f-;W*;WAT$ H (300ml) 

*sat"ci.9*iafflBf mz. zfu&mm-iv 

(3 4ml. 302mmol)cON. N-^^;W*/UAr S Y 

( 5 on) sasrjJEafHa+tiarFL., § t>nzw§Az 

X 3 BffiHftft L-t . Kim* 1 0 h 'J -7,McS 

>=9 : 9 5T»ffi) £i:CJ: 9. x*/W 

(2-^yxVU^^xhdfv) T-fer-h &18. 5g# 

iHnmr (CDC1 3 )S ; 1.20 (3H. t. J=6.9Hz), 1.96 (2H. 
s). 3.62 (2H, t. J=4.0Hz), 3.69 (2H. t, J=4.0H 
z), 4.13 (2H, q, J=6.9Hz). 4.50 (2H, s), 7. 19-7. 2 
8 (5H. m). 

b) x^;W (2-t FodfvXh*-/) T-fer-h^ 
)£ 

xf-;w ( 2 -<yiM-:*dfvX !>*:✓) 7-fcr-h (0. 
50g. 1.88mmol) „ 1 0%rtyW&-&m (0.05g) 
RtfX?S-tl' ( 1 0ml) 

'f&Z.blzii'O. xf-zu (2-t Kodf^xh^fv) T 

iHnmr (CDC1 8 )9 : 1.30 (3H. t, J=7.3Hz) , .2.79 (1H. 
br-s). 3.67-3.90 (4H. ■), 4.12-4.28 (4H, m). 
c ) Juj-)V C2- ( YtV3Ly- A-X)V-fc-)Vtti/) 

Xf/K2-h Kodf^Xh^v') 7-fcf— h (0.50 
g, 3.37mmol) . b >J xf7l/7 5 ^ (1.4ml) m/Wt 
X1-U> ( 8ml ) <7)&&lfaZX.ti;Tl l ZXffl ! $Ltl. iKC 
p-h;Uyx;l'*x;l.?D5'f h* (0.96g. 5.06mmo 

i ) t**fo5init*»fe. § £>(c*#tkt 3^ram 
#u:. »6a[**+t:ay, Maxf-^-citaiu * 
ajateflfwawt*- h y txt^mm 

tiWt^y^iJf^ii'J^^Y^vy <- (6l#x 
n-M^y= 1 : 5Xi$tH) Xtt&tZZblZ 
X 0", xf-/P C 2 - ( h Axy- 4 -X^*x;u^df. 
S/) xb*x) 7-tr- f-£0.56gf#£. 
iHnmr (CDC1 3 )S ; 1.27 (3H. t, J=7.3Hz), 2.45 -GH. 
s), 3.78 (2H, t, J=4.6Hz), 4.06 (2H. s), 4.16- 
4.24 (5H. m), 7.35 (2H. d. J=8.6Hz), 7.81 (2H, d, 
J=8.6Hz). 

d) Xf-/H- C2-XhJr^;^x;M Y* : s) X 
f-;i^] -4-^f-^- l H— <f y H-;l'-2-^;^ d f 

xf-;U4->f-^-l H— <yh*-;i/-2-^;i'!K^y 
9-b (2.50g, 12.3mmol) 6 0%*^fc7hy7A 



(47) 
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(0.50g, 12. 5mmol ) RUN. U-i7X+)V-fc>VJ*T 5 
Y ( 4 5 ml ) ^a-^iK+t:. Sfflfc-Cxf-zP C 2 - ( h 

(3. 90s. 12.9mmol) CON. N-^f;W/WSH 
( 1 0ml) SfSSSBTU § bli&WiZX 7 F^HBJfllJf L 

fc. i o %&fk-f h y »>A*»«[+fc:a?. p 

<»»X*/W: n-^-^>-=2 : 98T* 

s§aj ) xnmi zttizx*)* 1 - c ( 2 -x h 

*is1t)VX-)VX h*v) Xf-AO -4-^f-^- 1 H 
-^>h'-/P-2-*/^df^7-hS:1.86gf|Jt. * 

'Hnnr (CDC1 3 ) $ ; 1.23 (3H, t, J=7.3Hz). 1.42 (3H. 
t, J=7.3Hz). 2.55(3H, s), 3.91 (2H. t, J=5.9H 
z), 3.98 (2H. s), 4.16 (2H. q, J=7.3Hz). 4.37 (2 
H. q. J=7.3Hz) 4.78 (2H, t, J=5.9Hz). 6.94 (1H, 
d, J=6.9Hz), 7.24 (1H, dd, J=6.9, 6.9Hz), 7.35 
(1H. s). 7.36 (1H, d. J=6.9Hz). 

e) xf-;l/4-^f-;U-l C (2-*})VX*i'XY* 
i^)x?-;l0 -lU-Jl/Y-iV-l-iiiVX^i/y- 

xf-;n- C2- (xhdf^/^-K-;^hdf^) xf- 
;W] -4-X*hi\s-\H-4>Y—)V-2-tl)V$.*i/ 
y-h (1.49g. 4.47mn»l) $BHS ( 1 5ml ) fc»JKL 
Tj6»4>3 0%«K (7.5ml) Srfln*.. 7 0°acT4^ 
JWPU:. KJS$£**4>£&#\ ^x^x—f/WT 

0, xf-;W4-^f-;i/-l- C (2-#/U*^y 
5^) Xf -\W-4VY-)V-2-i])Vi£*ti/y- 
h£1.37g*§£. 

»Hnmr (CDC1 3 ) 5 ; 1.42 (3H, t, J=7.3Hz), 2.56 (3H. 

s), 3.95 (1H, t, J=5.6Hz), 4.00 (2H. s), 4.38 (2 
H, q, J=7.3Hz), 4.82 (2H, t, J=5.6Hz) 6.94-6.97 

(1H, m), 7.25 (1H, d, J=8.6Hz), 7.28 (1H. dd, J 
=8.6, 8.6Hz),7.38 (1H, s). 

f) Xf-;W4, 5, 7. 8-fh7th'o-ll-^f 

C3, 2, l-kD'O'V 
Ce] Cl. 4) 3TW/vy-2-^U!j<dr>'7-b 

x?-/U4-yf-;P-l- C ( 2 i'.Xt>*i') 
.Xf-/10 -lH-^yK-/U-2-^i<+-/7-h 
(0.10g, 0.33miol) zrPPE (polyphosphateester ; 

5 gftz 0 ^ i/'xf-^x— rfrZ. mm Uc ) 1 ii* 

Kflll*., 6 0r(CT3 04Ma»B¥Lfc. »E» t .'4»fc:** 



y=l : 5/CSai) -CHHH-4ii:k:J:0. X*;U4 , 
5, 7. 8—fh5t Ko-1 l-X*>l>-8-**V 
-tonC 3. 2, l-kl)<yVCe) Cl, 4) 

**rr/i/ y- 2 ^ 5 - h Sro.007 . 

•Hnmr (CDC1 3 )S ; 1.3 (3H, t, J=6.9Hz), 2.60 (3H, 
s), 4.14 (2H, br-s),4.35-4.43 (4H,m). 4.72 (2H, br 
-s), 7.02 (1H, dd, J =0.7, 7.3Hz), 7.43 (1H, s), 
7.49 (1H, d, J=7.3Hz). 

g) N— (TSy-f 5 -4, 5, 7, 8-T 

1- 5t Fn-1 l-^f-^-8-Jf#y-tnD C3, 
2, 1-kl) OV Ce] (1,4] **T/if>- 

2 - #/H«MJ-$ Y ■ x?yx)V*>&<ry&Wi. 
xf-^4, 5, 7, 8-fh7t Kn-1 1 -^V- 
8-^y-fOD(3, 2, 1-kl)^/ Ce3 
Cl, 4) ***r/i/>-2-1})\,#**/ :! 7-V (0.03 

6g, 0.125mmol) , h U N^r^ h' (0.068g. 
1.25mmol) , /7-y>« (0.119 g. 1.25mmol) 
0N, N-^f-;W*;PAT5 Y ( 5ml) fflv\ HJg 

mi^itzimmixRmi^ozbizi:^. n 

- (TS/'f Sy^-f/U) -4, 5. 7. 8-rh7t 
Ha-1 1-^^-8-Jf^y-tDU C3, 2, 1 
-k 1 ) Ce} Cl. 4) jf^y^y-2-* 
/MWS Y ■ *9>X{Ufc>mibM.Ql68WZ. 
M& 308-310*0 (^JW) (*ftlMyrn/V-**> 

mamx 

[0 084 3 5 

n- (r$y^f sy^f-;!/) -5. 6. 7. 8-ff7 

bh'D-1 l-?QD-8->f>^fy- 4H-7 x /^y 
C3. 2, 1-h i D -fVK-*-2-*/MMMr§K 

[-ffc5 2 3 

a 




• Mescyn 



(a)X-f;P5. 6, 7, 8— f h5t HQ- 1 1 -9 
no-8->hdr>— 4H-7YW C3, 2. 1-h 

HSS^2 3 (a) (CtJV%r»<9*UfeXf-/P5. 6. 7, 
8-fh7tFn-l 1 -?on-8-t 

H-ry>-yc3. 2, i-h i m>k-^-2-* 

7kKdfi/9-h (1.90g, 6.17mmol) &0*Cfc:HfflILfc 
^^y-^ ( 1 9ml) Rt/imm (1.89g) COig-^J^ 

win. m&zwcwi ( 2 

ni) 5%t&iti-Yv <7J*mmxim ( 2 

0) Lxfrhmmt-??*=/*7Jxxmtitz. mm 
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/77^-( SKx*^/ n -^*V> = 1/99-Ci^tti ) 
X-nm-ZZtlzS:*) . x?-^5, 6, 7, 8— fh? 
t Fo-1 l-?no-8-^h^-y-4H-7yyy 
(3. 2, 1-h i ^ AyY-)V-2-i])Vff-^ i yy- 
h£l.96gff*:. 

iHnmr (CDC1 3 ) B ; 1.1-1.7 (2H, m), 1.42 (3H. t, J 
=7.26Hz). 1.7—2.4 (4H, m). 3.38 (3H, br-s), 4.37 
(2H, dd. J=7.26. 14.19Hz), 4.65 (0.3H, br-s) , 5. 
35-5.50 UH. in), 7.10 (1H. d, J=7.59Hz), 7.20 (1 
H. br-s), 7.39(1H, s). 

(b) N- (7$y4 \JX1-)V) -5. 6, 7, 8- 
rh^th'o-l 1-;dd-8-^ F3-y-4H-7 
VWC3. 2. l-hi)'(yK-*-2-W 

■9-5 F • *?yz.>i-*yw&<v-£f& 

x^-5. 6. 7, 8-ff7tKo-ll-?OD- 
8-^< h^fv— 4H-7V^y C3, 2. 1-hiM 
yh'-;L—2-^/W*:^^5-h (1.96g. 6.10mmo 
1) . •fHJ'^MrS/l* (3.30g, 61.0mol) . ? 
7-iS>mm& (5.83g, 61.0mmol) Rt/N, N-^ 
f-rt/*/k&75 F ( 3 9ml) SrfflV^HiisWl CSLfc^T 
■ffit^tTKJ&frfrSrSClfclc.k'J, N- (75/4 5 
y^^)-5, 6, 7, 8-rh7t h'Q-1 1 
nn-8--Xh d fv— 4H-TV^>' C3, 2. 1-h 

i ] A H • ^^vxwy 

KSfcl.99gf9fc.MjS 133-134'C (MWVT 

[0085] HSS0IJ3 5tf>:Srffitei|SfCRJ6£fT$:<.\ 
WTt^HtW 3 6 *Xfc£*£-&j£Lfc. 
HISW3 6 

N- (7S>M $/Xi-il>) -5, 6, 7, 8-rF5 
h Ho- 1 1 -?DD-8-iK>-4H-7V'W 
C3, 2, 1-h iH>'F-/l'-2-#m SF 

[ft5 3] 



CI 




•MeS0 3 H 



H£ 190-191 o C (fcfcXsMtl^tiTF^tFa? 
5y*><yg B B B £tfrifi§-£fc. ) 
HM0IJ3 7 

N- (75/4 Sy^f-^) -5, 6, 7, 8—fF7 
tFn-1 l-^no-lO-tKudfv-8-jrdfV 
-4H-7V^yC3, 2, l-hI)-(yH-*-2 

Ut5 4 ] 



CI 




•MeSQjH 



a) xfvH- (4-xhdrv^;^x/^f-;l/) -4 
-j?DP-5-y Fdf^-lH--f y F-/t— 2 

XfM-?DD-5-^ h^-lH-4 yF-/W- 
2-*my7-h (10.13g. 39.9mmol) . 6 0% 
♦SWtfF'J'Xk (l.COg. 39.9mmol) , 5-7d^£ 
^Wxf-A- (12.52g, 59.9mmol) RlfN, N-j/Vf- 
/Wvk&,7SF (200ml) £rffl<<\ ##M6 (a) fcS 
Lfc^fcrig tr »G a i t J: 9 , • x^;U 1 - 

X h^^-lH-^fyh'-^-2-^^^7-h2r 
13.98g#fc. 6 1 -6 2^ M VrotVl^T 

b) Xf-/H- {A-tifrif^isf+A,) -4-?ou 
-5-^ F* v- 1 H -4 y F-A-- 2 
-F^fig 

xf-;H- (4-xhdf^;^-;Wy-f/W) -4-? 
on- 5 -y F* $/- 1 H f y Y-iV- 2 -tifrtf* 
i/y-h (13.50g, 35.4mmol) , 3 0 ( 150nl ) 
&#BH8 (300ml) ##(5<J6 (b) K^Lfc* 

m.z&tXU.feZ'tt oCLbl<z£ 0. xf-/H- (4- 
i})Vif^i/^tV) -A-7UU-5-* F^y-IH 
-> f yF-^-2-#/M^7-F£l2.7gt#£. It 
* 124M2TC (7-feFxbU^J:0S^ H B H ) 

c) xf-n-5, 6. 7, 8-fb7tHn-ll-?n 

o-i o-> F^-8-5r#v-4H-ryw 

C3, 2. 1-hi ] Ayy—fo-l-iDVi&^sy- 

Xf-/H- -4 -7 era- 5 

|>^v- 1 H— i y F-;U- 2 -*;^y7-h 
(12.70g, 35.7mmol) . SMftZUy (200g) . Xtf 
85%*) A,® (160g) £fflV\ p%M6 (c ) fc^L 
fc#i6K» &"C«G$rfT* o Z t ic «t 0 . x^l- 1 - 
5, 6, 7, 8-f F9tF*n-l 1-7OD-10- 
y Y* : s-8-Jt*V-4K-7V~s; C3. 2, 1- 
h i ] ^yF-^-2-^^i< d f^7-h2r9.68gff 
X:. IbA 101— 102TC (>fVrnK^7/W3-;UJ:0 
S*Sal) 

d) xf-/U5, 6, 7, 8-f f-7tHn-U-?n 
B-l 0-t Ko^-8-^V-4H-7V^/ 
C3, 2. 1-h i ] 4yY-tV-2-*i)V$* t sy- 

x+)V5, 6, 7, 8-rF7t Fo-1 1-^ao- 
1 0-^ h^-8-«y-4H-7/W C3. 
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2. l-hiHvK-^-2-*/l'^i/7-h (4. 
OOg, 11.8nunol) ^dd>^ (8 0d1) 

7 8*C Cftffl LT *» 6 HJWWJ a X ( 3 . 26 g . 13. Ommo 
1) Zmritl. RlBa«t-2 0iC4T±»S*T*» 
&S4>fc-2 0K:(CT8B*HIWPU:. RJB«£**+ 

IHlxf-^Tttaj (30) U ttttJ?52rfSfPJg 

Vi]7 t )Vijy2±?n~?y>fyy <- (BBRxf-rt'/n- 
^flf^l/9-tiftfj) x^ 

5, 6, 7, 8-fh7bHo-ll-?DD-10- 
t h'adfv-8-^y-4H-rrx/ C3. 2, 1 
-h i ] 4 yK-;P-2-^/^x7-hSr0.99gt# 
fc. 

iHninr <CDC1 3 ) ff ; 1.40— 1.45 (3H, m), 1.76-1.85 (2 
H, m), 2.05—2.08 (2H, a), 2.79—2.84 (2H, m), 4.3 
9 (2H. dd. J=7.26, 14.19Hz), 4.51 (2H, br-s), 5.5 

8 (1H, br-s), 7.07 (1H, s), 7.30 (1H. s). 
e)xf*5, 6, 7, 8-fb7tHD-ll-?D 
Q-1 h*^y^/M - *:'-8-3i-*y-4H'- 
TVv/(3. 2. l-hi)>fyH-/l'-2-*W 

xf-;l/5, 6. 7, 8-fl-7tKn-ll-;DD- 
1 0-hKndf^-8-^y-4H-ry^y C3, 
2, 1-hi] 4VY-)V-2-i])VX*i/y-Y (0. 
95g, 2.93nuuol) . ?DD^f;l/X-f ;K0.35g , 4. 
40mmol) , ffifctjOVA. (1.22g. 8.80mmol ) &t>'N, 
N-^^/W^ATS H ( 2 5ml) 
TUSIBHWPUfc. *Wft*r*U 

;W7A;D?b/77^ - (BKxf-yU/n-'vaMf 
V =2/98Tif tti ) T^-fl)^ ttiO, X^ 5 , 

6. 7, 8— fb5t Kn-l l-?na-lO-y I- 
df^-y^/M^v- 8-*4rV-4H-TVW C3. 
2, 1-h i M yF-;U-2-#;M**v7-r-&0. 

'Hnmr (CDC1 3 ) S ; 1.40-1.45 (3H, m), 1.7-1.8 (2H. 

m). 1.9-2.1 (2H, ■), 2.80-2.85 (2H, n). 3.57 (3 
H, s), 4.35-4.43 (2H, m), 5.23 (2H, s), 7.24 (1H, 

s). 7.39 (1H, s). 

f ) N - (7$7-( 57X^/1/) -5, 6, 7, 8-r 
h7t Ho-1 l-^Dn-lO-hh'D^f^-8-^ 
#y-4H-7VW (3, 2, 1-hiMVK-^ 
-2-;?/M<*-9-$ H . > ? y zfr* yKS^fig 

x^-/U5, 6, 7, 8-fh5tHD-ll-7DD- 

i o-^h#v^f-^3rdE.^-8-^y-4H-7y 

i"/(3, 2, l-hiH>'K-;l'-2-*my 
7-h (0.50g, 1.36mmol) , ^7-y> • Jg&ig (2. 



60g, 27.2mmol) . 7 t> U^Ay h* (1.47g. 2 
7.2mmol ) RVN, N-v'y-f/t^/UATS K ( 5 Om 

oifctiOs «n- (7$y4 $yy w -5. 

6, 7, 8-rb5t Kn-1 1 -?na- 1 0-y r- 

=sf^^;i/jf#v-8-^y-4H-ry^y C3. 

2, 1-h iM^H-^-2-*/^1fSKt# 
fc. WiZZ.<m&&1fa*4V?u\Z)VT>Vzi-)V (7 0 
ml) * (2 0ml) %XJ : Jl?>X)l'it>>M (0.50g) tf>*g 
£»4»fcin i "C »!> 6 5 - 7 0 'C tzx 6 l^^mf# Uc . 

•cttai (30) u »asa*ttw«fl:7 r- y -7 a*-c-& 

»LfcflL *l*«Kv y^i/*7J± xmk i fc . 
M*LT1*6*lfc«**-?h?tHo75V (70« 
1) lzmMlXfrt>*?>Xj\,*>® (0.26g) £JD 

«fajL^«**rKLfc. i^«fajH**-f yrn 
tvwr;P3-;i- ( lmi ) ( 2 Omi) cos^-JK*^ 
Si&fWiifctcJ:^ n- (rsy^fsy^f-^) - 

5, 6, 7, 8-fh7tKD-ll-?no-10- 

hKndf^-8-^y-4H-ryvy C3, 2, 1 

- h i ] 4 V 2 —h)Vif-*+t 5 H • y 9 >*>l> 

*>I^S£0.25gf#*:„ M& 263-264X: 
[0086] HJIM38 

N- (TSy^f 5y>f-^) -5, 6. 7, 8— fh-7 
t Ho— 6 , 1 l-^f-;W-8-^y-4H-en 
o ( 3 , 2 , 1-kl) KW C e ] ( 1 . 4 3 S^V 

^-2-w^5K- 2y^yx^yB^o^ 
fig 

[<ffc5 5] 



Me 




• 2MeS03H 



Me 

a) 2-tert-yhdf>-^-Kr.;l/TSyx^y-;K7) 

2-75yx^y-/P (6.72g, llOmmol) O^on 
y^y (100ml) (2 
O.Og, 91.6mmol) SrJni, SSCT 1 BffiHUfft. 
oa«fcT 1 2>WB»aUfc. KlS&fcvx^x-T 
;P (200ml ) -CftRUT^, IfcWiKK***- HJ »>A 

«ESr«ES*-rSCtC«fcO, 2-tert-7*hdfv^ 

#zyi^T5yx^y-^SrH.0g*t. 

^nmr (CDC1 3 )5 ; 1.45 (9H. s). 2.99 (1H, br-s). 3. 

28 (2H, dt. J=5.3Hz. 5.3Hz), 3.68 (2H, dt, J=4.6 



(50) 



WfiPPl 0-237073 



Hz, 5.0Hz), 5.10 (1H. br-s). 

b ) 2 -teri-y b*i/*M'#zjUT§ - h 

2 - tert -7* h * i^/l'tfx/t^ 5 7X^7-/1/ (32.7 
g, 203mmol) „ WtXf-/l/7$y (3 4ml) . WAtp 
-YllX-VAiV-frVW (38.7g, 203mmol) , 4-v*y 

Wi/eyyy (o.iog) atfi^nnyyy (50 

Oml) <^a-6**0X:{CT4B«BWH¥Ufc. 

y<- (Bip:f-;W/n-^ify=i/5T*ai) T1» 
K-f SCliCi 0 . 2-tert-7h*v#/l/*x/U7S 
yx?vl/-4-h/Wxy;^*7--h£48.2g#£. 
iHnmr (CDC1 3 )* ; 1.41 (9H, s), 2.44 (3H, s), 3.38 
(2H, dt, J=5.6Hz, 5.6Hz). 4.07 (2H, t, J=5.3Hz), 
4.87 (1H, br-s), 7.35 (2H, dd, J=0.7Hz,8.6Hz), 
7.78 (2H. ddd, J=2.0Hz, 2.0Hz, 8.3Hz). 
c ) xf-/H - ( 2H*rt-7>*:/#/M<x/W7$y 
Xf-/U) -A-M-)V-\Vl-A V Y—A—2-i))\sif. 

Xf-fo A -* f-/W - 1 H — i y h* -)V - 2 - i/ 
?-h (42. 9g, 211mmol) s 6 0 %faWtfr V V *7 A 

(9.29g, 232mmol) 0N, N- s/y ^/l/*/WA7$ 
H (300ml) COm^Zm&lZXl*ffiiiffiLXfr$>. 
2 -tert-7'hdr^;^x;1^75yxf-^4 - Wt'X 
yX/t/*7-h (86.6g, 275miol) ON, N-i/y-f 
A-tf/l^TSK (200ml) jg8te«TU MStT9^ 
ISHWPW:. R*S«S**+Ka?, iHfctf-^-CftHai 

(20) U ftjffi?££ 5 %t£{t7 b "J >)A«t« 

IWSiiiWJ, Xf^-l- (2-tert-7h*v 

^^fx^rsyx^) f >h 

-^-2-^;U#Jf^7-hS:24.4gf#7t. lt£ 93 
~-9 4°C M V7*ntVU7;U3-;^0WI§B a B )- 
d) xf-/H- C2 - (4-Xf^i-^*- 
;U) 7$yxf-/i0 -4 -y?-/t— l H-4 y 

Xf;H- (2-tert-7h^^;U--J<x;l/TSyxf- 
;U) -4_p(^_iH--f yK-;l/-2-*^-/ 
7-h (27.2g, 78.5mmol) , HJ 7/M-nftK ( 7 5 
ml) a^nn^^y (250ml) <Ofi£W£0X:tCT 

3i«bhwplt3&»6, *>-><9i:fc7y*x7*4«fca 
»Kxf-ywT«iaj (20) itz. mmm5%&t 

y (150ral) t*J*U SXXftSJU:. 



&-ffcp- Wl^xyx^tfyK (22.4 g, 118maol) Z'J? 
JWoJfli . $ & (C 5 'OCT 3 fSKSift SfiC 

tttti ( 20) l, mtam 1 wms. eftK»**7h 
•j a*?§?sl 5 %ig-ft7 h 'j -7 A*?s«oia*ca» 

»as) -e^ss^ittcio. x*/n- C2- u- 

^f^7i-;^M?-;H r$yx-?-;W] -4-yf- 
1 H->f y F-;i/-2-^;u^^7-h*27.6g 
ft*:. 9 2~9 3'C ( VTot;U7yU3-/U 

e ) Xf7l^ l-C2-CN-xhdf x#/U*x/kX 
-N- (4-7f;l/7xX;^;l/*x;l-) ] 757xf- 
;u] -4-yf-A— 1 H-^yh*-;W-2-*;^'K= s fv 

xf-;H - C2 - (4-^f^7i-;^*-;H 7 
S y xf-;P 1 - 4 - * f-;P- 1 H f > 2 -ij 

)VX*isy-Y (17.6s, 69.0mmol) , 6 0%*M:7 
hU»7A (2.76g, 69.0mmol) ai>'N, N-^'y^/W* 

;k^7$ h (5oomi ) ^auMbfrswcT 2mrmtnL 

T*^7o^BKx^-;K13.8g, 82.8mmol) ZMz.. 
#\ fflUxf-^Tftffl (2 0) L. WS6£5%mt 

?07b/77^- (^B?x^/n-^-9-y=5/9 
5) ■Cmtl.CtCctO, Xf-;H- C2- CN-X 
h^f^;l-^x;M^;U-N- (4-y^-;U7xX;l/X 

;i^*x;u) ] rsyxf-^^ -4-yf-^-iH-^y 

F-/l—2-^^x7-hS:27.5g^. Stfi^ 10 
2M0JC (AVya^lVTlVn-lVi. Wfe B a) 
f )x-f;H- C2- CN-^^i^yf-^-N- 
(4-7^71-;^*^) ] 7*$yxf-;lO - 
4-y^;P- lH->f ^t ! -;l-2-*^y7-b 

Xf-;H- C2 - (N-xhJfy*;l/,i<x;Mf;l'-N 
- (4-y^7xx;ux;U*x^) ] 75yx^] 
-4-yf-;u-iH— ^yh*-^-2-*;^-K^y7- 

h (0.658, 1.34mmol) . 3 0 %KK ( 7 ml ) RXM® 
( 1 5ml) £fl§V\ ##M6 (b ) (C*LfcJr3£fclpt 

■CRJC*fT*dikfci»), xf-;n- C2=- CN-^ 

/kt^v-y^-N- (4-7f^7xX;^*- 
>V) ) 7$yxf-;l^D -A-*^)V-\U-AVY-)\> 
-2-*/P#4f^9-h*0.55g#fc. HUS 121-122 
•C (7-fehxh»J;i,J:0Sfe 9 a a ) 
g)xf-;l^5, 6, 7, 8-fh5tFn- l l-yf- 
;U-6- (4-7f^7x-;w;W^;H -8-^ 
y-4H-tonC3, 2. l-kH^yVCe] 
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CI. 43 : J7*fis>-2-1]iVX* : sy-Y<7y&fii. 
Xf-/H- C2- CN-*;l/dfdr^^f-/U-N- (4- 
y-M-7xX/U*/P*x/U) )'75yxf-;l/] -4-y 
1-)V-lU-4>Y-,i,-2-j})lX*isy-Y (2.60 
g. 5.67mmol) . EifftZ^ (150g ) RX/8 5%0 

/Jt (i25g) *fflv\ mme ( c > icwLtewac 

mfcTSyEfcfffcSCfclcO. 6. 7, 8- 

fh5tKD-l 1 -yf-;P-6- (4-^f/l^7i- 
-8-tf*V-4 H-fcfnn C3, 2. 

i -k n Ce3 ci . 4] 

/U**v7-h£l.55gftfc. HA 177^178*0 (4 
y 7n t;>7^3 -;i/«t OWtSft ) 

h) xf-^5. 6, 7, 8-f h5tKD-H->f 
*-8-**y-4H-Knn C3. 2, l-kl)< 
yyCe) Cl, 4] 5/7/^-2-*^^?- 

Xf-yl^5. 6, 7, 8-fh7tHo-ll-^f^- 

6- (4-^fyi-7x-^*^n -8-jr^y- 

4H-tfnnC3, 2, 1-klJ^yVCeJ Cl. 
43 yry>-y-2-^;^drv7-h (0.50g, 1.14 
udD . VV7>VJtum& (18ml) . tt7-V-)V 
( 2ml) BXf*?yXAtfi>Wl (0.60g ) <0?1£$|£S 
iIfcT3B$RHWPW:. KmmZ%i7>*:-7*WZ%. 

^x'^mm^^xnta (2(3) u aai?g$-5%jg 
^7 h y »>A*jssrc8ij»LJta, **«iESv^i/^ 

*7>=3/7) T^MWiifcfciO, Xf-;W5, 6, 
7. 8— fh9t Ko-l 1 -y^-/t— 8-**y-4 
H-tnoC3, 2. l-klj^y/Ce) Cl. 

43 ^'ry^y-2-^^^7-hSr#^. n£ 

139M4JTC ( A VrWV7)Va-)VZ: DW&A ) 

i) xf-;U5, 6. 7, 8-fh7th'o-6, 11- 
v^f-;l—8-7r^y-4H-troo C3. 2. 1-k 
1 3 K'sV C e ] C 1 , 4 3 : s7Vi'>-2 -ii)V#* 

x?-)l,5, 6. 7, 8-rh7t Ko- 1 l-yf-/L— 
8-3f^y-4H-bfOD C3, 2. 
Ce] Cl. 4] *J7Visy-2-*Arf*i'9~-Y' 
(1.37«. 4.78mmol ) . J: 5-ffcy^-/Ml.02g. 7.17m 
ol) , ^IWJ^A (1.98g, 14.4mmol) RtfN, N- 
SAXf-A'jiVki.r 5 H ( 4 0 ml ) fOli^SrSStT 2 
iSISBWtLfc. Rje»*JWc+tca?, BHlx^Ttt 

tut, mtam 5 %m.t h y v^xmrnikftLxfr 

(iH8xf-;l//n-^-ify=V9) TltSS7l> i fc fc 
J: 9. xf-^5, 6.7, 8-rh7hh-n-6. 1 1 
-^f*-8-**y-4H-i;nn C3, 2, 1- 
k I ] <yy C e 3 C 1 . 4 3 VTVisv- 2 -tf/l^ 



*v7-h£l.22g#£. K£ 107-108-C MV7 

p e/iyr/u n 0 S& B a H ) 

i ) N- (TSy^f $y*f7U) -5, 6. 7. 8-r 
h7hHn-6. 1 l-3/^^-8-**V-4H- 
£nn C 3 . 2 , 1 - k 1 3 ^V/ C e 3 C 1 . 4 3 V' 
TYi/y- 2-#/l-**7S H • 2y y y*;i/*>l?e 

xf-/U5, 6. 7. 8-Th7tKo-6. 11 
f-;U-8-**7-4H-trnn C3. 2. 1-k 13 
<>V C e 3 C 1 . 4 3 ifTYisy- 2 -tjlVX^isy 
-h (1.10g. 3.66mmol) , TTZ&y • (6.99 
g, 73.3mmol) . 7h y ^y h*^h* (3.96g. 73.3 
mmoDat^N, N-$/'y^*^ATS H (8 0ml) £ 

{cio. n- (7$ y 4 syyf-yp) - 5, 6.7.8 
-fh7t fq-6, i i-^y^;u-8-^y-4 
H-fooC3, 2. l-kl3<yy*Ce3 Cl. 

4 3 irr/isy- 2-^^-75 k • 2yyy-x/u* 

y»B*1.36g^3t. SWK 281~282°C (##) (*■ 
[0087] HSSPJ39 

N- (7$y-f 5yy-f^) -5, 6, 7, 8-f-hy 
hh'o-1 l-y^;l/-8-^y-4H-fcfon 
C 3 , 2 , 1 - k 1 3 <yY C e 3 C 1 . 4 3 ITT/I/ 

H • 2y^yx^*>Kso^jt 

[^5 6] 



Ma 




• 2M8SO3H 



»*W3.8 (g) 6, 7. 8-r 

hyt Ho- 1 1 -y-f;p-6- ( 4 -yf-^xx/u 
^*x/l/) -8-^=3fy-4H-eoo C3, 2. 1 
-kl3<yyCe3 Cl. 43 JT/i'/-2-*A' 
#*isy-h (0.80g. 1.82mmol) . 7T-i?y ■ 
Jg(3.47g, 36.3mmol) . 7h U ^y v'H (1.96 
g. 36.3mmol) SVN, N-i^'y f-/MvUA7$ H (5 

omi) *fflv\ $mmiz7pLt:imimixw&i:?T 

ZlZblzJ:*). N- (75y^f syy^^) -5, 
6. 7, 8-7h7t Ho-1 1 -y-f/U-6- (4- 
^f^7x-;UW-/H -8-^y-4H-tn 
a C 3 , 2 . 1 - k 1 3 ^^7 C e 3 C 1 . 4 3 i/TV 

yy-2-*i)vx*+r : s. vmtz. mzzmt-smz h 

V ( 2 0ml ) . tt7-V-)V ( 3ml) S 

^yyyx;u*yK (o.7g) oateffi+tctaL Sffl 
fct8i«aJWPa» -iftJScSUv:. R«J«i»7>tx 
7*+fcavW5>*»xf-;i''C«iaj (20) a* 



(52) 



#HmO-237073 



-^=95/5Ti§ifi) ?mm&Zblz£<0. N- (75 
JA^JX^iV) -5, 6. 7. 8-rh7tKo-l 
l-^f/l--8-^y-4H-taD C3, 2, 1- 
k 1 } KVY C e ) CI, 4 ] i/T/yy- 2 -ij^X 
^r-lfS F£0.49gf#£„ O^WC. £<D7'J-<-X£ 
*?yz;u*ym. (o.63g) . VT-DhVPT^n-/^ 

( 5 0 ml ) RV* (15ml) <Oj&£$£-CMa-f S CI t 
KJ:9, N- (7S./W 2 7^/1-) -5, 6, 7, 8 
-Tb7tHO-l l-^f-;U-8-^^y-4H-h- 
do C 3 , 2 , 1-kl) <yy C e ] ci, 4 ) 
/yy-2-^mSH ■ 2*9VX)],*vm.&i: 
0.54g^. 1US 298-300°C (#fi?) 

[0088] HJ&01J4 0 

N- (7$yM S/^f-A-) -5, 6, 7, 8-rh5 
t Fo-1 1 -?do-9-/ h^fx-8-^y-4 
H-7/W C 3 , 2, 1 - h i ]M >" h'-H— 2 



UL5 7] 

CI 




•MeSQjH 



a) xf;l/-6-Oy';W^y-4-?DD- 1 - 

( 4 -X h yfi)VX-)V71-)V ) - 1 W-^yY—)V 

xf-/P 6 -^-sitiVtt is - 4 - ? on - 1 H - -i V H 
-/l^l^fi^-b (15.0g, 45.5mmol) , 5-7"U 
^^i£x^-/l, (9.98g, 47.8mmol) . 60%*^-ft;7 
(1.82g, 45.5mmol) MSN. N-y-V^/l-* 
;l/AT5 h* (105ml) ##W6 (a) SL^Tj 

mzmtxmim? ztizx*). ^vs-Kyv 

•7>;U ) - 1 H - A V H JM«f v-7-b£l9.9g 

'Hnrnr (CDC1 3 )S ; 1.20-1.26 (3H, m), 1.40 (3H, t, 
J=7.26Hz), 1.60-1.69 (2H, m), 1.72-1.83 (2H, 
m), 2.28-2.33 (2H, m), 4.10 (2H, dd, J=7.26, 14. 
19Hz), 4.35 (2H, dd, J=7.26, 14.18Hz). 4.45—4.50 
(2H,m), 5.13 (2H, s), 6.75 (1H, t, J=0.99Hz), 6. 
94 (1H, d, J=1.98Hz), 7.31 (1H, d. J=0.66Hz), 7. 
32-7.48 (5H.m). 

b) xf-/M-:?nn-l- U-xb^tf/Mfx^ 

) - 6 - 1 F a* 1 H - 4 V 

Xf-;l^6 -KVJiV^^i^- A-9uu-l - (4-x 



b*x#/U#x;|,7>/l/) — 1 H — -f y Y-)V*)VX* 
v7-h (15.0g, 32.8mmol) 3 5%ig$ (3.3m 
1) . mSi (240ml) . 1 0%^5y7A-^f (1.5 
g ) atA'N , N-x'y fvWvkkT 5 F ( 6 0ml ) Oil 

£r*U r$£ft£D Lfc 5 mft*- b 'J 

nav^^iH8x^-c*aj (20) m. aajMS: 
5 %jg-ftt h 'J ^-Mcasarafei* (30) lt*»£.*g* 

tixm* b/l-xyj: 9*&iHfc§tf5£ k C«fc 0 . xf- 
M-?no-l- (4-xhdf^;^x;U7'f-;U) 
-6-hh'ndfy-l H-- < yb-/w#/b*= s f-i'5-b 
£6.57g|*fc. 11* 7 4-7 6'C 
c ) xf-/b4-?oo- 1 - (4 -Xb^s^/M*— /W 
T*?-^) -(>-XY**/-lH-4yY-)Vjt})Vi$* i s 

xfM-^on-l- U-xb^tf/l-tfx/PT^- 
;U) - e-tHodfiz-iH-^yh*-;^;^^^^ 
-b (ll.Og, 29.9mmol) % «k o -ft* f-A- (4.67g, 3 
2.9g) . DSW'JW (8.27g, 59. 8mmol ) &tfN, 
N-i/yf-^^ATS H (7 7ml) HffifiFiJ3 

8 ( i ) ^LKifmtzmtxK&zmozbizx 

0. xf-/W4-?uo- 1 - (4-XH^v*;^Cx;W 
yf-zl') -6-y b*v— lH->fy|<-;W!KJfy 

5- b mm 

iHnmr (CDC1,)$ ; 1.23 (3H, t, J=7.26Hz), 1.41 (3 
H, t, J=7.26Hz), 1.62-1.77 (2H,m), 1.80-1.88 (2 
H, m), 2.33 (2H, t, J=7.26Hz), 3.88 (3H, s), 4.07 
-4.15 (2H. m), 4.35 (2H, dd, J=7.26Hz, 14.18Hz). 
4.51 (2H, t, J=7.26Hz), 6.67-6.68 (1H, m), 6.85 
(1H, d, J=1.98Hz), 7.31 (1H, d, J=0.99Hz). 

d) Xrf-lVl- (A-*))\s-#.* : s71-)V) -4-700 
-6-^ Y^-lU-'i y¥-)Vli)VX*i'7-\-<n 

xfM-?oo-i- (A-x.y3ri/ti)Vi£—)V7+ 
)V) -6-^ h^fv- 1 H-fyK-zW^y?- 
h (ll.Og, 28.8mmol) , 3 0%KS? (5 5ml) &tf» 
it (165ml) &m\\ ##^J6 (b) iz^uz^mi/zm 
tXfcJ&Z'ttoZtlzX*)^ x^-;H- (4-^;^ 
dfy^i/) -6-y b^fv— l H--f 
dfi/5-h*9.8gf»fc. US 79-81'C (hJl 
xv- n -^#-9-y«oa^JWI J: 0SMb b h) 

e) X^5, 6, 7, 8— fb^th'D- 1 1 -?D 
D-9-y h*i/-8-**7-4H-7VW C3, 
2, l-hi)^H-^-2-^y7-M^ 

Xf7H- (4-*^4< d fv7'f-;l') -4-?on-6 
h=>f y- 1 H->f y H-;W^y5-h (9.50 
g, 26.9mmol) N &fcf-*—lV (24.9g, 161mmol ) . 
^noxf^^A (190ml) MfWLTlV^-^-L (7.16 



(53) 
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g. 53.7mmol) ###|2 (c) iZ^Uz^Z 

&lXRRZm5ZblzJ:<0. 6. 7, 8 

-fK5t Kc?— 1 1-;qu-9-^ h^fi'-8-^ 
=Jf-V-4H-T> ; vy C3, 2, l-hi]^f>K-;U 
-2-*;^= J r^5-h$:2.98g#^. 167M68 
•C (-fV7-n^T;l/3-^J:0S^ B B H ) 
f ) N— (TS/^fS/^^) -5, 6, 7, 8-r 
h^th'n-l l-yoo-9-y Y* : s-&-**V 
-4H-rV^yC3. 2, 1-h i M^H-/W-2 

-rt/u^-tf- $ K • y ?yx}V*yw&(r>%®. 

Xf-;U5, 6, 7, 8-fh5tKD-ll-^DO- 
9-/. hJfy-8-^V-4H-7yw C3, 2. 
1-hi] ^yK-;U-2-^^^7-h (0.50 
g, 1.49mniol) . ^hU^AXhdfvh' (0.80g, 14.9 
inmol ) . /T-y> • Jsigis (1.42g, 14.9mmol) R 
VN, N-v'y^*/U2>7$ H ( 1 Oml) 2rfflV\ H 

N— (75 74 $7;*^-) -5. 6, 7, 8-^1-7 
hh'o-1 l-?on-9-y h*is-&-**V-4 
H-7VV/C3, 2, 1-h i Myh*-/W-2-* 

274~275'C (#8?) (*«tOH*SS) 
[0089] HiSPB 7^i£C2gtT£JS£fi : &V\ 
OTt*tHifiM4 1~4 3£7)-fl:^!l%S:^Uc. 
HSfc#J4 1 

N- (7$/-f 5/yf-^) -5. 6, 7, 8-fb7 
t FQ-1 l-?oo-9-tb'oJfi'-8-:t d fy- 
4H-7yv7C3, 2, 1-hiD ^fyh'-;l/-2- 
#/!^f-F 5 K • y ?yy;i^j->yiag 
Hk5 8] 

a 




• MeSOgH 



MA 14 6-14 7-C (*&IM V?W)VT)V1- 

mmm4 2 

N- (7$y-f Syyf-^) -5, 6, 7, 8-rYy 
tHD-10-t h*adf^-l l-^f-;l/-8-^y 
-4H-7VWC3, 2,' l-hi]>fyMI/-2 

Ht5 9] 



Me 




• MeSOjH 



ii££ 2 7 0~27i°c (#jg) (*&^ vrntr 

mm* 3 

N- (75y^f Sy^f-^) -5. 6, 7. 8— fhy 
bh'o-9-t Kndfi/-l l-yf-yP-8-^y- 
4H-7yvyC3. 2, l-hi)^HH2- 

F • y?yx/P*yKtg 

[fc6 0] . 



Me 




• MeSQjH 



MA 2 5 4X:(^P) (LOUISA) 
[0090] mm4 4 ' 

n— (75 y^f syy f-^l-) — 5. 6. 7. 8-xF5 

hFD-i i-^aa-8-^y-4H-7y^y 

C3, 2. l-hi)^H-;H2-^mSH 
[ft6 1 ] 



CI 




•MeSOaH 



ietfiW2 2t:j:o^fe*ifeN- (7sy^fsyy^) 

-5, 6, 7, 8-fb5tKo-ll-?DD-8- 
**y-4H-7VW C3. 2, 1-hn-fyH- 
;u-2-*A**lT5 F • yyyyjt-*y|#g ( i*W 

») t. y^y-zw^s^a-r-scifctio, n- 
(7$y-f syyf-;u) -5. 6. 7, s-rF^tF 
0-1 i-7oo-8-7j-^y-4H-7y^y C3, 
2, i-h i )-fyK-^-2-^mj h • y? 

ft) 

[#13 2] 

7&&m (C t S H, 5 CIK4 0, • CH, SOs & UT) 





c 


H 


N 


tttM (X) 


46.32 


4.62 


13.50 


««« (%) 


46.14 


4.64 


13.29 



mm4 5 

n- (7$yw syyf-;u) -5. 6, 7. 8-fh7 

tFo-l l-hh'nJf>-yf-;U-8-5rJfy-4H- 
7VWC3. 2, l-hi)-fyK-*-2-*** 
*-9-5 F • XtyXAribVWMy&iL 



(54) 



Hm^l 0-2 3 7 07 3 



Ut6 2] 

CH 2 OH 



0=( 




(a) Xf-/U5. 6, 7. 8-fh7tKn-l 1-/D 
^f-A— 8 -sJ-^V -4H -T/i/J C3. 2, 1- 
hi] 4 yh'-^-2-*my7-KO^ 
xf-^4-^f-;W-lH— <>Y-)V-2-i)lVX*i' 

taaawttrav^. ussm 2 (a)~(c)c^L 

6, 7. 8-fh7bKD-l l-^f"/U-8-3r#V 

-4H-ry^yC3, 2, i-h i ] avy-iv-2 

-tilVX^isy-Y 9 8°C. 4 V7*ntVl/T;^ 

a-rt/iOlfiSfl) *-&jSL,fc. fctc, x^5, 6, 

7, 8-rh7t Fo-1 1 ->f-;P-8-*#V-4 

H-ry>-yC3, 2, i-h id 

/W^V7-h (2.50g, 8.76mmol) £HJgft$8S (80 
ml) £8»U JnfKaBM^T, N-^n*itt<K-f 
SH (1.72g, 9.64mmol) &.V2, 2' -TYt'XjV 
y^a-hVJl (43mg) SrSni, 2B#raSDf»ji»iEL^. 

zfamt&iti- h y ^A^§^-cMLT^<oii7Kesv 

«i5/'J*m5^n7h^?7< - (iffigx^ 
/n-^^>=l/l O-CSajJ'-CfiKS-fSCtfcJ: 
"3,xf-;|/5. 6, 7, 8— f h9t Hn-1 1 -^o 

^*?^-8->j-*y-4H-7y*w C3, 2. 1- 

h i ) 4>Y-)V-2-tilVX*isy-\-Zl.r2.&llk 
fc. 

'Hnmr(0)Cl3)5 ; 1.44(3H, t, J=7.2Hz), 1.77—1.85 
(2H, m), 2.05-2.10(2H, □), 2.80-2.84(2H, n), 4.4 
1(2H, q, J=7.2Hz), 4.56(2H, br-s), 4.78(2H, s), 
7.20(1H, d, J =7.3Hz), 7.27(1H, d, J=7.3Hz), 7.5 
0(1H. s) 

(b) xf-;W5, 6, 7, 8-f h^b h'n- 1 1 -7-te 

h^fv^f-^-8-^y-4H-ry^y C3, 2, 

1-h i ] -fVK-iW^'-jfr/M^S^-ha** 
x-^5, 6. 7, 8-f-h^h Ka- 1 1-yo^^ 
f-yk-8-**y-4H-rVi/y C3. 2, 1-h 
n -f yH-A'-2-**sK^^9-h (2.92s, 8.02 



wl) . fHfcJrU^A (1.18g, 12.0mmol) 0N, N 
-iW/WvkkTS H <30ml) <7)?g^jS-§?S{CT2. 

tar. Rigx^/UTttai LA: . ttt±J?SSr 5 h 

y >>A*»arcft» ltj&^h&wkkvt'* status 

^7A^n-7hi/57-f- (itsxwn-^ty 
= V5T»as ) tWltS £ fc fc J: 0 . x^;l/ 5,6. 
7, 8-fh7tN'o-l l-T-feh#^f-;P-8- 
**V-4H-r/WC3, 2, 1-hiM^F- 
A'- 2 -ayWMPi^-h £2.33 g#£. 
iHnmr(CDCl 3 )S ; 1.44(3H, t, J=7.2Hz), 1.75-1.84 
(2H. m), 2.07-2. 1K2H, m), 2. UGH. s), 2.81-2.8 
4(2H, m). 4.40(2H, q, J=7.2Hz), 4.56(2H, br-s), 
5.4K2H. S), 7.20(1H, d, J =7.3Hz), 7.32(1H, d, J 
=7.3Hz), 7.42(1H, S) 

(c)N- (TSy-f Sy-Xf-zk) -5. 6, 7, 8-r 
h7hh*n-l 1-h Yn*is*1-i\,-8-**V-4 

h-7v*w C3. 2, i-hi)^Hi'-2-* 

x^;U5, 6, 7. 8-f-h7t h'o-1 1-7-feHf 

^^-8-^y-4H-ryxy C3, 2, 1- 

h i ] >fyH-;P-2-7>;U-K^fi/7-b (2.13g. 6. 
20ml) . 7T=- : JV&W& (5.92g. 62mmol) , -+Y 
y»7A^df^H (3.35g, 62nmol) 0N, N-5/*f- 
A^kkTSF (50ml) fcffln. ItttW 1 fc* Ltefrffi 

f-A-) - 5, 6, 7, 8-fh5th'D-l 1-h Ho 
8-*dpy-4H-7VW C3, 2, 1 
-h i M yH-;w-2-^;P^^5 h* • .x^yx 
A*y&g£l.07g®£. H£ 2 4 8-2 5 0°C (# 
M) 

[009 1] 

Na* /h* £|llffi&ML*f|$J • ehoWH) 
CKitfiTftD Wk^^m (J.Hypertension,8,153(199 

o)) izmtxismzftiti. wttismm 

(yvb) Zm\ IMfl»9^1flU*iPHXfc**fcMc 

CKMIftft) 
[*33] 



mmm Na ♦ / h ♦ nmmmimm 

IC 50 (MM) 



mam 2 



0.3 
0.2 
0.3 



(55) 
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coo92] *&m&wt+ ^ 0 ->A//D h y ( N 

a* /H* ) ^fSii*3%&«ftffl£WU i-bV7A/ 
Tab> (Na* /H* ) XJiliBSJROJCJSfciBH-r* 
flitf . WJtE. *S«L $'C*. 'Mi*, HI? 
*. dUK>L<l±«illlHaRafc:J:SMKBHEap (Mitf^ 
tt£fe?f»SH«« £ttlf*£. i^WWffl (flifcfll 

SW^PTCA (Percutaneous Transluminal Corona 
ry Angioplasty) ) (Ci . fiffibK 



iBc*iBW. B»B*if) . mm<Dmmm mum 

&£:') jWKHi:**** (0U{£7rn-.MSiM 
-ft. MUtttfe, JFRNttiflL **aMMMlS£. 



(51) Int. CI. 6 

A6 1K 31/54 
31/55 
C 0 7 D 487/06 
498/06 
513/06 



'MHE*. 
AD P 
ADU 



F I 

A6 1K 31/54 
31/55 

C 0 7 D 487/06 
498/06 
513/06 



ADP 
ADU 



oimm±m^ *#H¥8-3563oi 

(32)@5tB ¥8(1996)12£24B 

mwmzsxm b*(jp) 



